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What we claim is: 

1. A compound of the Formula: 




O 

or a pharmaceutical^ acceptable salt thereof, wherein; 
5 Bis phenyl or a heteroaryl of 5 or 6 ring members, wherein a nitrogen 

with a removable hydrogen or a carbon adjacent to the carbon at the point of 
attachment of said phenyl or heteroaryl ring to A is optionally substituted by 
32 

R , a nitrogen with a removable hydrogen or a carbon at the other position 

36 

adjacent to the point of attachment is optionally substituted by R , a nitrogen 

32 

1 0 with a removable hydrogen or a carbon adjacent to R and two atoms from the 

33 

point of attachment is optionally substituted by R , a nitrogen with a 

36 

removable hydrogen or a carbon adjacent to R and two atoms from the point 

35 

of attachment is optionally substituted by R , and a nitrogen with a removable 

33 35 

hydrogen or a carbon adjacent to both R and R is optionally substituted by 
15 R 34 ; 

R 9 R 10 R U , R 12 R 13 , R 32 R 33 , R 34 R 35 M d R 36 are 

independently selected from the group consisting of hydrido, acetamido, 
haloacetamido, amidino, guanidino, alkylenedioxy, haloalkylthio, alkanoyloxy, 
alkoxy, cycloalkoxy, cycloalkylalkoxy, aralkoxy, aryloxy, heteroaryloxy, 
2 0 heteroaralkoxy,heterocyclyloxy, heterocyclyl alkoxy, alkoxyalkyl, 
haloalkoxylalkyl, hydroxy, amino, alkoxyamino, nitro, alkylamino, 
N-alkyl-N-arylamino, arylamino, aralkylamino, heteroarylamino, 
heteroaralkylarnino, heterocyclylamino, heterocyclylalkylamino, alkylthio, 
alkylthioalkyl, alkylsulfinyl, arylsulfinyl, aralkylsulfinyl, cycloalkylsulfinyl, 
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heteroarylsulfinyl, alkylsulfonyl, arylsulfonyl, aralkylsulfonyl, 
cycloalkylsulfonyl, heteroarylsulfonyl, alkylsulfonylalkyl, aryl, aralkyl, 
cycloalkyl, cycloalkylalkyh heteroaryl, heterocyclyl, alkylsulfonamido, 
amidosuifonyl, alkanoyl, haloalkanoyl, alkyl, alkenyl, halo, haloalkyl, 
haloalkenyl, haloalkoxy, hydroxyhaloalkyl, hydroxyalkyl, aminoalkyl, 
haloalkoxy alkyl, carboxyalkyl, carboalkoxy, carboxy, carboxamido, 
carboxamidoalkyl, and cyano; 

32 33 34 35 36 b 

R , R , R , R , and R are independently optionally Q ; 

B is optionally selected from the group consisting of hydrido, 
trialkylsilyl, C2-C8 alkyl, C3-C8 alkylenyl, C3-C8 alkenyl, C3-C8 alkynyl, and 
C2-C8 haloalkyl, wherein each member of group B may be optionally 
substituted at any carbon up to and including 6 atoms from the point of 

32 33 

attachment of B to A with one or more of the group consisting of R , R , 

34 35 , 36 
R ,R ,andR ; 

B is optionally a C3-C12 cycloalkyl or a C4-C9 heterocyclyl, wherein 

33 

each ring carbon may be optionally substituted with R , a ring carbon other 

than the ring carbon at the point of attachment of B to A may be optionally 
substituted with oxo provided that no more than one ring carbon is substituted 
by oxo at the same time, ring carbons and nitrogens adjacent to the carbon at 

9 13 

the point of attachment may be optionally substituted with R or R , a ring 

9 

carbon or nitrogen adjacent to the R position and two atoms from the point of 

attachment may be substituted with R^, a ring carbon or nitrogen adjacent to 
13 

the R position and two atoms from the point of attachment may be 
12 

substituted with R , a ring carbon three atoms from the point of attachment 

10 11 
and adjacent to the R position may be substituted with R , a ring carbon 

12 

three atoms from the point of attachment and adjacent to the R position may 
33 

be substituted with R , and a ring carbon four atoms from the point of 
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h R U and R 33 posinons may be substituted with 
attachment and adjacent to the R 

34 

R ; 7 

^ c ;<;tino of a bond, (W ) rT - 
A is selected from the group consist^ 

15 (wVwhereinrrisOorLpaisaninteger 
rrH , 8 b « and(CH(R ))pa^ w ; rr 

(CH(R ))pa. * m the ^oup consisting of O, 

h ^ and W is selected from the group 
selected from 0 through 6, and W 

sao )(R W.< R 7 >---- R) - th,heproViS :T 

S, C(U), t^ ; sanMS ume , 

r the oro up consisting of rr and pa is u 



15 



alkyl, and haloalkyl; 

\# is NH or NOH; 

MiSNOrR '" C; „„sis«„. of hydride 

R l „ sdected from the group coos V 

arudmo, hydroxy, hydro.yamrno, alko.y. 
aid alkylthio; 

u lei from the group eoesisring of a houd, 
<mR - )) .Owhe rein g i sa n .„.e 8e rse,ec,edfrom lt hrou 8 h3,aud 

R ^s — l — 

(CH(R )) 0 -S wherein CT i 

^^Jzf'-.sd^yhondedrorhepyrinridiuouering; 
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22 42 22 

Z is optionally W -(CH(R )) h wherein h is 0 or 1 and W is 

41 42 

selected from the group consisting of CR =CR , l,2-cyclopropyl ? 

1.2- cyclobutyl, 1,2-cyclohexyl, 13-cyclohexyl, 1,2-cyclopentyl, 13-cyclopentyl, 
23-morpholinyl, 2,4~morpholinyl, 2,6-morpholinyl, 3,4-morpholinyl, 

5 33-morpholinyl, 1,2-piperazinyl, 13-piperazinyl, 23-piperazinyl, 

2,6-piperazinyl, 1,2-piperidinyl, 13-piperidinyl, 23-piperidinyl, 2,4-piperidinyl, 
2,6-piperidinyl, 3,4-piperidinyl, 1,2-pyrrolidinyi, 13-pyrrolidinyl, 

2.3- pyrrolidinyl, 2,4-pyrrolidinyl, 2,5-pyrrolidinyl, 3,4-pyrrolidinyl, 
23-tetrahydrofuranyl, 2,4-tetrahydrofuranyl, 2,5-tetrahydrofuranyl, and 

10 3,4-tetrahydrofuranyl, wherein Z° is directly bonded to the pyrimidinone ring 

and W 22 is optionally substituted with one or more substituents selected from 

9 10 11 12 13 
the group consisting of R , R , R , R , and R ; 

R 41 and R 42 are independently selected from the group consisting of 

amidino, hydroxyamino, hydrido, hydroxy, amino, and alkyl; 
15 Q is phenyl or a heteroaryl of 5 or 6 ring members, wherein a nitrogen 

with a removable hydrogen or a carbon adjacent to the carbon at the point of 
attachment of said phenyl or heteroaryl ring to Z° is optionally substituted by 
9 

R , a nitrogen with a removable hydrogen or a carbon at the other position 

13 

adjacent to the point of attachment is optionally substituted by R , a nitrogen 

9 

2 0 with a removable hydrogen or a carbon adjacent to R and two atoms from the 

point of attachment is optionally substituted by R*°, a nitrogen with a 

13 r 

removable hydrogen or a carbon adjacent to R and two atoms from the point 

12 

of attachment is optionally substituted by R , and a nitrogen with a removable 
hydrogen or a carbon adjacent to both R 10 and R 12 is optionally substituted by 
2 5 R 1 1 , with the proviso that Q is other than phenyl when Z° is a bond; 

Q is optionally hydrido with the proviso that Z° is other than a bond; 
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4a 4b 

Kis(CR R ) n wherein n is I or 2; 
4a 4b 

R and R are independently selected from the group consisting of 

halo, hydrido, hydroxyalkyl, alkyl, alkoxyalkyl, alkylthioalkyl, and haloalkyl; 

o 1 4a 4b 1 

E is E , when K is (CR R ) n , wherein E is selected from the group 

consisting of a bond, C(O), C(S), C(0)N(R ? ), (R ? )NC(0), S(0) 2 , 
(R 7 )NS(0) 2 , and S(0) 2 N(R 7 ); 

Y° is phenyl or a heteroaryl of 5 or 6 ring members, wherein one carbon 

of said phenyl or said heteroaryl is substituted by Q , a carbon two or three 

s 

contiguous atoms from the point of attachment of Q to the phenyl or 

b 

heteroaryl ring is substituted by Q , a carbon adjacent to the point of 

s 17 
attachment of Q is optionally substituted by R , another carbon adjacent to 

s 18 
the point of attachment of Q is optionally substituted by R , a carbon 

b 16 
adjacent to Q is optionally substituted by R , and another carbon adjacent to 

b 19 
Q is optionally substituted by R ; 

16 17 18 JT J9 
R , R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, nitro, alkoxyamino, alkylamino, alkylthio, alkylsulfinyl, 
alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl, alkenyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, aminoalkyl, haloalkoxyalkyl, carboalkoxy, and cyano; 
16 19. 

R or R is optionally selected from the group consisting of 
NR R ,N(R )C(NR )N(R )(R ), and C(NR )NR R with the 
proviso that R**\ R^, and Q b are not simultaneously hydrido; 
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b , ■ • ,k^2() 21 . „ t 

Q is selected from the group consisting of NR R , aminoalkyl, 

26 25 23 ^4 25 23 24 

hydrido, N(R )C(NR )N(R )(R ), and C(NR )NR R , with the 

20 21 . 

proviso that no more than one of R and R is selected from the group 

consisting of hydroxy, amino, alkylamino, and dialkylamino at the same time 

23 24 . 

5 and with the further proviso that no more than one of R and R is selected 

from the group consisting of hydroxy, amino, alkylamino, and dialkylamino at 

the same time; 

20 2 1 23 24 25 26 
R , R , R , R , R , and R are independently selected from the 

group consisting of hydrido, alkyl, hydroxy, aminoalkyl, amino, dialkylamino, 

10 alkylamino, and hydroxy alkyl; 

s 37 38 

Q is selected from the group consisting of a bond, (CR R )j ) 

14 1 

wherein b is an integer selected from 1 through 4, and (CH(R )) c - W - 

(CH(R^))j wherein c and d are integers independently selected from 1 

1 14 
through 3 and W is selected from the group consisting of C(0)N(R ), 

15 (R 14 )NC(0), S(O), S(0) 2 , S(0) 2 N(R 14 ), N(R 14 )S(0) 2 , and N(R 14 ), with the 
14 

provisos that R is selected from other than halo when directly bonded to N 

and that (CR 3? R 38 ) b , and (CH(R 14 )) C are bonded to E°; 
14 

R is selected from the group consisting of hydrido, halo, alkyl, and 

haloalkyl; 

37 38 

20 R and R are independently selected from the group consisting of 

hydrido, alkyl, and haloalkyl; 

38 38 

R is optionally aroyl or heteroaroyl, wherein R is optionally 

substituted with one or more substituents selected from the group consisting of 

16 17 18 19 
R ,R ,R ,andR ; 
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Y° is optionally Y At wherein Y AT is Q b -Q S ; 

A K CO CO 14 9 1 *5 

is optionally Q -Q wherein Q is (CH(R )) e -W -(CH(R )) h . 

2 4a 4b 

wherein e and h are independently 1 or 2 and \v is CR =CR with the 

14 o 
proviso that (CH(R )) e is bonded to E ; 

J). - n ^b ^.ssss ^b ^ssssr . ^ssss . 

i is optionally Q -Q or Q -Q wherein Q is 

(CH(R )) r -W andQ is (CH(R )) r -W , r is an integer selected 
5 6 

from 1 through 2, W and W are independently selected from the group 

consisting of 1,4-indenyl, 1,5-indenyl, 1,6-indenyl, 1,7-indenyl, 2,7-indenyi, 2,6- 
indenyl, 2,5-indenyl, 2,4-indenyl, 3,4-indenyl, 3,5-indenyl, 3,6-indenyl, 3,7- 
indenyl, 2,4-benzofuranyl, 2,5-benzofuranyl, 2,6-benzofuranyl, 2,7- 
benzofuranyl, 3,4^benzofuranyl, 3,5-benzofuranyl, 3,6-benzofuranyl, 3,7- 
benzofuranyl, 2,4-benzothiophenyl, 2,5-benzothiophenyl, 2,6-benzothiophenyl, 
2,7-benzothiophenyl, 3,4-benzothiophenyl, 3,5-benzothiophenyl, 3,6- 
benzothiophenyl, 3,7-benzothiophenyl, 2,7-imidazo(l,2-a)pyridinyl, 3,4- 
imidazo(l,2-a)pyridinyl, 3,5-imidazo(l,2-a)pyridinyl, 3,6-imidazo(l,2- 
a)pyridinyl, 3,7-imidazo(l,2-a)pyridinyl, 2,4-indolyl, 2,5-indolyl, 2,6-indolyl, 
2,7-indolyl, 3,4~indolyl, 3,5-indolyl, 3,6-indolyl, 3,7-indolyl, 1,4-isoindolyl, 1,5- 
isoindolyl, 1,6-isoindolyl, 2,4-isoindolyI, 2,5-isoindolyl, 2,6-isoindolyl, 2,7- 
isoindolyl, 13-isoindolyl, 3,4-indazolyl, 3,5-indazolyl, 3,6-indazolyl, 3,7- 
indazolyl, 2,4~benzoxazolyl, 2,5-benzoxazolyl, 2,6-benzoxazolyl, 2,7- 
benzoxazolyl, 3,4-benzisoxazolyl, 3,5-benzisoxazolyl, 3,6-benzisoxazolyl, 3,7- 
benzisoxazolyl, 1,4-naphthyl, 1,5-naphthyl, 1,6-naphthyl, 1,7-naphthyl, 1,8- 
naphthyl, 2,4-naphthyl, 2,5-naphthyl, 2,6-naphthyl, 2,7-naphthyl, 2,8-naphthyl, 
2,4-quinolinyl, 2,5-quinolinyl, 2,6-quinolinyl, 2,7-quinolinyl, 2,8-quinolinyl, 3,4- 
quinolinyl, 3,5-quinolinyl, 3,6^quinolinyl, 3,7-quinolinyl, 3,8-quinolinyl, 4,5- 
quinolinyl, 4,6-quinolinyl, 4,7-quinolinyl, 4,8-quinolinyl, 1,4-isoquinolinyl, 1,5- 
isoquinolinyl, 1,6-isoquinolinyl, 1,7-isoquinolinyl, 1,8-isoquinolinyl, 3,4- 
isoquinolinyl, 3,5-isoquinolinyl, 3,6-isoquinolinyl, 3,7-isoquinolinyl, 3,8- 
isoquinolinyl, 4,5-isoquinolinyl, 4,6-isoquinolinyl, 4,7-isoquinolinyl, 4,8- 
isoquinolinyl, 3,4-cinnolinyl, 3,5-cinnolinyl, 3,6-cinnolinyl, 3,7-cinnolinyl, 3,8- 
cinnolinyl, 4,5-cinnolinyl, 4,6-cinnolinyl, 4,7-cinnolinyI, and 4,8-cinnolinyI, and 
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each carbon and hyrido containing nitrogen member of the ring of the and 

6 5 6 

of the ring of the W , other than the points of attachment of W and W , is 

9 10 

optionally substituted with one or more of the group consisting of R , R , 
R 1 \ and R* 2 , with the proviso that Q b is bonded to lowest number substituent 
position of each W 5 , with further proviso that Q b is bonded to highest number 

substituent position of each W 6 , and with the additional proviso that 

38 o 
(CH(R )) r is bonded to E . 



2. Compound of Claim 1 of the Formula: 

.2 




H 

10 O 

or a pharmaceutically acceptable salt thereof, wherein; 

B is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 
adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

32 

ring to A is optionally substituted by R , the other carbon adjacent to the 

36 

15 carbon at the point of attachment is optionally substituted by R , a carbon 
32 

adjacent to R and two atoms from the carbon at the point of attachment is 

33 36 
optionally substituted by R , a carbon adjacent to R and two atoms from the 

35 

carbon at the point of attachment is optionally substituted by R , and any 

33 35 34 

carbon adjacent to both R and R is optionally substituted by R ; 

32 33 34 35 36 
20 R , R , R , R , and R are independently selected from the 

group consisting of hydrido, acetamido, haloacetamido, amidino, guanidino, 
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alkylenedioxy, haloalkylthio, alkanoyloxy, alkoxy, hydroxy, amino, 
alkoxyamino, haloalkanoyl, nitro, alkylamino, alkylthio, aryl, aralkyl, cycloalkyl, 
cycloalkylalkyl, heteroaryl, heterocyclyl, alkylsulfonamido, amidosulfonyl, 
monoalkyl amidosulfonyl, dialkyl amidosulfonyl, alkyl, alkenyl, halo, haloalkyl, 
5 haloalkenyl, haloalkoxy, hydroxyalkyl, hydroxyhaloalkyl, aminoalkyl, 

carboalkoxy, carboxy, carboxamido, cyano, and Q b ; 

B is optionally selected from the group consisting of hydrido, 
trialkylsilyl, C2-C8 alkyl, C3-C8 alkylenyl, C3-C8 alkenyl, C3-C8 alkynyl, and 
C2-C8 haloalkyl, wherein each member of group B is optionally substituted at 
1 0 any carbon up to and including 6 atoms from the point of attachment of B to A 

.r>32 33 34 35 J 36 
with one or more of the group consisting of R , R ,R ,R , and R ; 

B is optionally a C3-C12 cycloalkyl or C4-C9 heterocyclyl, wherein 

33 

each ring carbon may be optionally substituted with R , a ring carbon other 

than the ring carbon at the point of attachment of B to A may be optionally 
15 substituted with oxo provided that no more than one ring carbon is substituted 
by oxo at the same time, ring carbons and nitrogens adjacent to the carbon at 

9 13 

the point of attachment may be optionally substituted with R or R , a ring 

9 

carbon or nitrogen adjacent to the R position and two atoms from the point of 

attachment may be substituted with R 10 , a ring carbon or nitrogen adjacent to 
13 

2 0 the R position and two atoms from the point of attachment may be 

12 

substituted with R , a ring carbon three atoms from the point of attachment 

and adjacent to the R*^ position may be substituted with R*\ a ring carbon 

12 

three atoms from the point of attachment and adjacent to the R position may 
33 

be substituted with R , and a ring carbon four atoms from the point of 

1 1 33 

25 attachment and adjacent to the R and R positions may be substituted with 
R 34 : 
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R R , R , R , and R are independently selected from the group 

consisting of hydrido, acetamido, haloacetamido, alkoxyamino, alkanoyl, 
haloalkanoyl, amidino, guanidino, alkylenedioxy, haloalkylthio, alkoxy, 
cycloalkoxy, cycloalkylalkoxy, aralkoxy, aryloxy, heteroaryloxy, 
5 heteroaralkoxy,heterocyclyloxy, heterocyclylalkoxy, hydroxy, amino, 

alkylamino, N-alkyl-N-arylamino, arylamino, aralkylamino, heteroarylamino, 
heteroaralkylamino, heterocyclylamino, heterocyclylalkylamino, alkylthio, 
alkylsulfinyl, arylsulfinyl, aralkylsulfinyl, cycloalkylsulfinyl, heteroarylsulfmyl, 
alkylsulfamido, alkylsulfonyl, arylsulfonyl, aralkylsulfonyl, cycloalkylsulfonyl, 
1 0 heteroarylsulfonyl, amidosulfonyl, alkyl, aryl, aralkyl, cycloalkyl, 

cycloalkylalkyl, heteroaryl, heterocyclyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, hydroxy haloalkyl, aminoalkyl, carboalkoxy, carboxy, 

carboxyalkyl, carboxamido, and cyano; 

15 7 . 

A is abond or (CH(R )) pa -(W )„. wherein rr is 0 or 1, pa is an integer 

7 

1 5 selected from 0 through 3, and W is selected from the group consisting of O, 
S, C(O), (R ? )NC(0), (R ? )NC(S), and N(R ? ); 

n 

R is selected from the group consisting of hydrido, hydroxy and alkyl; 

R 15 is selected from the group consisting of hydrido, hydroxy, halo, 
alkyl, and haloalkyl; 
20 MisNorR^C; 

R 1 is selected from the group consisting of hydrido, alkyl, cyano, halo, 
haloalkyl, haloalkoxy, amino, aminoalkyl, alkylamino, amidino, hydroxy, 
hydroxyamino, alkoxy, hydroxyalkyl, alkoxyamino, thiol, and alkylthio; 

R 2 is Z°-Q; 

25 Z° is selected from the group consisting of a bond, W -(CH(R )) p 

wherein p is an integer selected from 0 through 3 and W° is selected from the 

41 41 

group consisting of O, S, and N(R ), and (CH(R )) g -0 wherein g is an 
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integer selected from 1 through 3, with the proviso that Z° is directly bonded to 
the pyrimidinone ring; 

Z is optionally w 22 -(CH(R ))k wherein h is 0 or 1 and w 22 is 

selected from the group consisting ofl,2-cyclopropyl, 1,2-cyclobutyl, 

1.2- cyclohexyI, 13-cyclohexyl, 1,2-cyclopentyl, 13-cyclopentyl, 

2.3- morpholinyl, 2*4-morpholinyl, 2,6-morpholinyl, 3,4~morpholinyl, 

3.5- morpholinyl, 1,2-piperazinyl, 13-piperazinyl, 2,3-piperazinyl, 

2.6- piperazinyl, 1,2-piperidinyl, 13-piperidinyl, 23-piperidinyl, 2,4-piperidinyI, 
2,6-piperidinyl, 3,4~piperidinyl, 1,2-pyrrolidinyl, 13-pyrrolidinyl, 
23-pyrrolidinyl, 2,4-pyrrolidinyl, 2,5-pyrrolidinyl, 3,4-pyrrolidinyl, 
23-tetrahydrofuranyl, 2,4-tetrahydrofuranyl, 2,5-tetrahydrofuranyl, and 

3.4- tetrahydrofuranyl, wherein Z° is directly bonded to the pyrimidinone ring 

22 

and W is optionally substituted with one or more substituents selected from 

. - ,^9 10 11 ^12 ,^13 
the group consisting of R , R , R , R , and R ; 

41 

R is selected from the group consisting of hydrido, hydroxy, amino, 

and alkyl; 

42 

R is selected from the group consisting of amidino, hydroxyammo, 

hydrido, hydroxy, amino, and alkyl; 

Q is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 
adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

ring to Z° is optionally substituted by R^, the other carbon adjacent to the 

carbon at the point of attachment of said phenyl or heteroaryl ring to Z° is 

13 9 
optionally substituted by R , a carbon adjacent to R and two atoms from the 

10 

carbon at the point of attachment is optionally substituted by R , a carbon 
13 

adjacent to R and two atoms from the carbon at the point of attachment is 

12 10 12 

optionally substituted by R , and any carbon adjacent to both R and R is 
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optionally substituted by \ with the proviso that Q is other than a phenyl 

when Z° is a bond; 

Q is optionally hydrido with the proviso that Z° is selected from other 
than a bond; 

4a 4a 

5 K is CHR wherein R is selected from the group consisting of 

hydrido, hydroxyalkyl, alkyl, alkoxyalkyl, alkylthioalkyl, and haloalkyl; 
E° is selected from the group consisting of a bond, C(0)N(H), 

(H)NC(O), (R 7 )NS(0) 2 , and S(0) 2 N(R 7 ); 

Y° is phenyl or a heteroaryl of 5 or 6 ring members, wherein one carbon 

10 of said phenyl or said heteroaryl is substituted by Q , a carbon two or three 

s 

contiguous atoms from the point of attachment of Q to the phenyl or 

heteroaryl ring is substituted by Q*\ a carbon adjacent to the point of 

s 17 
attachment of Q is optionally substituted by R , another carbon adjacent to 

s 18 
the point of attachment of Q is optionally substituted by R , a carbon 

15 adjacent to Q b is optionally substituted by R* 6 , and another carbon adjacent to 

b 19 
Q is optionally substituted by R ; 

16 17 18 19 
R , R ,R , andR are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkoxyamino, alkylamino, alkylthio, alkylsulfinyl, 
2 0 alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, aminoalkyl, and cyano; 

R 16 or R 19 is optionally selected from the group consisting of 
NR 2 °R 21 ,N(R 26 )C(NR 25 )N(R 23 )(R 24 ), and C(NR 25 )NR 23 R 24 , with the 
proviso that R 16 , R* 9 , and Q b are not simultaneously hydrido; 
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Q is selected from the group consisting of NR~ R , hydrido, 

26 25 23 24 25 21 74 

N(R )C(NR )N(R )(R ), and C(NR )NR R with the proviso that no 

20 21 

more than one of R and R is selected from the group consisting of hydroxy, 

amino, alkylamino, and dialkylamino at the same time and with the further proviso 

23 24 

that no more than one of R and R is selected from the group consisting of 

hydroxy, amino, alkylamino, and dialkylamino at the same time; 

20 21 ^23 24 25 26 
K , R , R , R , R , and R are independently selected from the 

group consisting of hydrido, alkyl, hydroxy, amino, alkylamino and dialkylamino; 

s 37 38 

Q is selected from the group consisting of a bond, (CR R ) b 

14 1 

wherein b is an integer selected from 1 through 4, and (CH(R )) c - W - 

(CH(R 15 )) d wherein c and d are integers independently selected from 1 

through 3 and W 1 is selected from the group consisting of C(0)N(R 14 ), 

(R 14 )NQO), S(O), S(0) 2 , S(0) 2 N(R 14 ), N(R 14 )S(0) 2 , and N(R 14 ), with the 
14 

proviso that R is selected from other than halo when directly bonded to N 

37 38 14 
and with the further proviso that (CR R ) 5 , and (CH(R )) c are bonded to 

E°; 

14. 

R is selected from the group consisting of hydrido, halo, alkyl, and 



haloalkyl; 
R 3 

hydrido, alkyl, and haloalkyl; 
38 

R is optionally aroy 

substituted with one or more substituents selected from the group consisting of 

n l6 17 18 19 
R , R , R , and R ; 

Y° is optionally Y AT wherein Y AT is Q b -Q S ; 



37 38 

R and R are independently selected from the group consisting of 



n 38. 38 

R is optionally aroyl or heteroaroyl, wherein R is optionally 



n b ss ss 14 2 15 

Yis optionally Q -Q wherein Q is (CH(R )) e -W -(CH(R )) h , 

wherein e and h are independently 1 or 2 and is CR =CH with the proviso 

that (CH(R I4 )) e is bonded to E°. 



3. Compound of Claim 2 or a pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, trialkylsilyl, C2-C8 
alkyl, C3-C8 alkylenyl, C3-C8 alkenyl, C3-C8 alkynyl, and C2-C8 haloalkyl, 
wherein each member of group B is optionally substituted at any carbon up to 
and including 6 atoms from the point of attachment of B to A with one or more 

- - rr, 32 rv 33 t. 34 „35 36 

of the group consisting of R , R , R , R , and R ; 

32 33 34 35 j 36 . J 
R , R , R , R , and R are independently selected from the 

group consisting of hydrido, acetamido, haloacetamido, amidino, guanidino, 
alkoxy, hydroxy, amino, alkoxyamino, alkylamino, alkylthio, amidosulfonyl, 
alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, hydroxyhaloalkyl, carboalkoxy, 

carboxy, carboxamido, cyano, and Q b ; 

15 7 

A is (CH(R ))p a -W wherein pa is an integer selected from 0 through 

7 7 7 

3 and W is selected from the group consisting of O, S, and N(R ) wherein R 

is hydrido or alkyl ; 
15 

R is selected from the group consisting of hydrido, hydroxy, halo, 

alkyl, and haloalkyl with the proviso that R 1 ^ is other than hydroxy and halo 

15 7 
when R is on the carbon bonded directly to W ; 

MisNorR^C; 

is selected from the group consisting of hydrido, alkyl, cyano, halo, 
haloalkyl, haloalkoxy, amino, aminoalkyl, alkylamino, amidino, hydroxy, 
hydroxyamino, alkoxy, hydroxyalkyl, alkoxyamino, thiol, and alkylthio; 

R 2 is Z°-Q; 
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o 42 

Z is a bond or W -(CH(R ))p wherein p is an integer selected from 0 

o 41 
through 3 and W is selected from the group consisting of O, S, and N(R ), 

with the proviso that Z° is directly bonded to the pyrimidinone ring; 
41 

R is selected from the group consisting of hydrido, hydroxy, and 



alkyl; 



42 

R is selected from the group consisting of amidino, hydrido, 



hydroxy, amino, and alkyl; 

Q is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 
adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

10 ring to Z° is optionally substituted by R^, the other carbon adjacent to the 

13 

carbon at the point of attachment is optionally substituted by R , a carbon 
9 

adjacent to R and two atoms from the carbon at the point of attachment is 

10 13 
optionally substituted by R , a carbon adjacent to R and two atoms from the 

12 

carbon at the point of attachment is optionally substituted by R , and any 

10 12 11 

15 carbon adjacent to both R and R is optionally substituted by R , with the 

proviso that Q is other than a phenyl when Z° is a bond; 

9 10 11 12 13 
R , R , R , R , and R are independently selected from the group 

consisting of hydrido, acetamido, haloacetamido, alkoxyamino, alkanoyl, 
haloalkanoyl, amidino, guanidino, alkylenedioxy, haloalkylthio, alkoxy, 

2 0 cycloalkoxy, cycloalkylalkoxy, aralkoxy, aryloxy, heteroaryloxy, 

heteroaralkoxy,heterocyclyloxy, heterocyclylalkoxy, hydroxy, amino, 
alkylamino, N-alkyl-N-arylamino, arylamino, aralkylamino, heteroaryl ami no, 
heteroaralkylamino, heterocyclylamino, heterocyclylalkylamino, alkylthio, 
alkylsulfinyl, arylsulfmyl, aralkylsulfinyl, cycloalkylsulfinyl, heteroarylsulflnyl, 

25 alkyl sulfami do, alkylsulfonyl, arylsulfonyl, aralkylsulfonyl, cycloalkylsulfonyl, 
heteroarylsulfonyl, amidosulfonyl, alkyl, aryl, aralkyl, cycloalkyl, 
cycloalkylalkyl, heteroaryl, heterocyclyl, halo, haloalkyl, haloalkoxy, 
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hydroxyalkyl, hydroxyhaloalkyl, aminoalkyl, carboalkoxy, carboxy, 
carboxyalkyl, carboxamido, and cyano; 

4a 4a 

K is CHR wherein R is selected from the group consisting of 
hydrido, hydroxyalkyl, alkyl, alkoxyalkyl, alkylthioalkyl, and haloalkyl; 
5 E° is selected from the group consisting of a bond, C(0)N(H) ? 

(H)NC(O), (R 7 )NS(0) 2 , and S(0) 2 N(R 7 ); 

Y° is phenyl or a heteroaryl of 5 or 6 ring members, wherein one carbon 

s 

of said phenyl or said heteroaryl is substituted by Q , a carbon two or three 

s 

contiguous atoms from the point of attachment of Q to the phenyl or 

10 heteroaryl ring is substituted by Q*\ a carbon adjacent to the point of 

s 17 
attachment of Q is optionally substituted by R , another carbon adjacent to 

s 18 
the point of attachment of Q is optionally substituted by R , a carbon 

adjacent to is optionally substituted by R* 6 , and another carbon adjacent to 

b 19 
Q is optionally substituted by R ; 

16 17 18 19 
15 R ,R ,R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkoxyamino, alkylamino, alkylthio, alkyl sulfinyl, 
alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, aminoalkyl, and cyano; 
16 19 

20 R or R is optionally selected from the group consisting of 

20 ?! *7f% 95 9^ 9<4 9S 9"^ 9zl 

NR R ,N(R )C(NR )N(R )(R ), and C(NR )NR R with the 

proviso that R 1 ^, R 19 , and Q b are not simultaneously hydrido; 

b 20 21 

Q is selected from the group consisting of NR R , hydrido, 

26 25 23 24 25 23 24 

N(R )C(NR )N(R )(R ), and C(NR )NR R , with the proviso that no 
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20 21 

more than one of R and R is selected from the group consisting of hydroxy, 

amino, alkylamino, and dialkylamino at the same time and with the further proviso 

23 24 . 

that no more than one of R and R is selected from the group consisting of 

hydroxy, amino, alkylamino, and dialkylamino at the same time; 

20 21 23 24 25 26 
R , R , R , R , R , and R are independently selected from the 

group consisting of hydrido, alkyl, hydroxy, amino, alkylamino and dialkylamino; 

s 3V 38 

Q is selected from the group consisting of a bond, (CR R )^ 

wherein b is an integer selected from 1 through 3, and 

(CH(R 14 )) c -W 1 -(CH(R 1:> )) cl wherein c and d are independently 1 or 2 and 

1 14 14 

W is selected from the group consisting of C(0)N(R ), (R )NC(0), S(O), 

S(0) 2 , S(0) 2 N(R 14 ), N(R 14 )S(0) 2 , and N(R 14 ), with the proviso that R 14 is 

selected from other than halo when directly bonded to N and with the further 

proviso that (CR^R^)^, and (CH(R* 4 )) C are bonded to E°;R* 4 is selected 

from the group consisting of hydrido, halo, alkyl, and haloalkyl; 
14 

R is selected from the group consisting of hydrido, halo, alkyl, and 

haloalkyl; 

37 38 

R and R are independently selected from the group consisting of 
hydrido, alkyl, and haloalkyl; 



38 

R is optionally aroyl and heteroaroyl; 



Y° is optionally Q b -Q SS wherein Q SS is (CH(R 14 )) e -W 2 -(CH(R 15 )) h , 

wherein e and h are integers independently selected from 1 through 2 and w 2 

4a 14 o 

is CR =CH with the proviso that (CH(R )) e is bonded to E . 
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4. Compound of Claim 3 of the Formula: 




or a pharmaceutical ly acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, trialkylsilyl, 
C2-C4 alkyl, C3-C5 alkylenyl, C3-C4 alkenyl, C3-C4 alkynyl, and 
C2-C4 haloalkyl, wherein each member of group B is optionally substituted at 
any carbon up to and including 3 atoms from the point of attachment of B to A 

32 33 34 

with one or more of the group consisting of R , R , and R ; 

32 33 34 
R , R , and R are independently selected from the group 

consisting of hydrido, acetamido, haloacetamido, amidino, guanidino, alkoxy, 
hydroxy, amino, alkoxyamino, alkylamino, alkylthio, amidosulfonyl, alkyl, halo, 
haloalkyl, haloalkoxy, hydroxyalkyl, hydroxyhaloalkyl, carboalkoxy, carboxy, 
carboxamido, and cyano; 

15 7 

A is (CH(R ))p a -N(R ) wherein pa is an integer selected from 0 
7 

through 2 and R is selected from the group consisting of hydrido and alkyl; 

R 1 ^ is selected from the group consisting of hydrido, halo, alkyl, and 
haloalkyl; 

MisNorR l -C; 

R^ is selected from the group consisting of hydrido, alkyl, cyano, halo, 
haloalkyl, haloalkoxy, amino, aminoalkyl, alkylamino, amidino, hydroxy, 
hydroxyamino, alkoxy, hydroxyalkyl, alkoxyamino, thiol, and alkylthio; 

R 2 is Z°-Q; 

Z° is a bond or W°-CH(R^~) wherein W° is selected from the group 
41 

consisting of O, S, and N(R ); 



41 42 

R and R are independently hydrido or alkyl; 

Q is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 

adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

o 9 
ring to Z is optionally substituted by R , the other carbon adjacent to the 

13 

carbon at the point of attachment is optionally substituted by R , a carbon 
9 

adjacent to R and two atoms trom the carbon at the point of attachment is 

optionally substituted by R^, a carbon adjacent to R^ and two atoms from the 

12 

carbon at the point of attachment is optionally substituted by R , and any 

10 12 11 

carbon adjacent to both R and R is optionally substituted by R , with the 

proviso that Q is other than a phenyl when Z° is a bond; 

9 11 13 

R , R , and R are independently selected from the group consisting 

of hydrido, hydroxy, amino, amidino, guanidino, alkylamino, alkylthio, 
alkylsulfonamido, alkylsulfinyl, alkylsulfonyl, amidosulfonyl, alkyl, alkoxy, 
halo, haloalkyl, haloalkoxy, hydroxyalkyl, hydroxyhaloalkyl, carboxy, 
carboxamido, and cyano; 

10 12 

R and R are independently selected from the group consisting of 

hydrido, acetamido, haloacetamido, amidino, guanidino, alkyl, aryl, aralkyl, 
cycloalkyl, cycloalkylalkyl, heteroaryl, heterocyclyl, alkoxy, cycloalkoxy, 
cycloalkylalkoxy, aralkoxy, aryloxy, heteroaryloxy, 
heteroaralkoxy,heterocyclyloxy, heterocyclylalkoxy, hydroxy, amino, 
alkoxyamino, alkylamino, arylamino, aralkylamino, heteroarylamino, 
heteroaralkylamino, heterocyclylamino, heterocyclylalkylamino, 
alkylsulfonamido, amidosulfonyl, arylsulfinyl, aralkylsulfinyl, 
cycloalkylsulfinyl, heteroarylsulfinyl, arylsulfonyl, aralkylsulfonyl, 
cycloalkylsulfonyl, heteroarylsulfonyl, hydroxyalkyl, hydroxyhaloalkyl, 
aminoalkyl, carboalkoxy, carboxy, carboxyalkyl, carboxamido, halo, haloalkyl, 
and cyano; 
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Y° is phenyl or a heteroary! of 5 or 6 ring members, wherein one carbon 

s 

of said phenyl or said heteroaryl is substituted by Q , a carbon two or three 

s 

contiguous atoms from the point of attachment of Q to the phenyl or 

heteroaryl ring is substituted by Q^, a carbon adjacent to the point of 

s 17 
attachment of Q is optionally substituted by R , another carbon adjacent to 

s 18 
the point of attachment of Q is optionally substituted by R , a carbon 

adjacent to is optionally substituted by R^, and another carbon adjacent to 

b 19 
Q is optionally substituted by R ; 

16 17 18 19 
R , R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, 
haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and 
cyano; 

16 19 

R or R is optionally selected from the group consisting of 

20 21 26 25 23 24 25 23 24 

NR R ,N(R )C(NR )N(R )(R ), and C(NR )NR R , with the 

16 19 b 
proviso that R , R , and Q are not simultaneously hydrido; 

b 20 21 

Q is selected from the group consisting of NR R , hydrido, 

25 23 24 26 25 23 24 

C(NR )NR R ,andN(R )C(NR )N(R )(R ), with the proviso that 

20 21 

no more than one of R and R is hydroxy at the same time and with the 

23 24 

further proviso that no more than one of R and R is hydroxy at the same 



time; 



20 21 23 24 25 26 
R , R , R , R , R , and R are independently selected from the 



group consisting of hydrido, alkyl, and hydroxy; 
s 

Q is selected from the group consisting of abond, CH2, and CH2CH2. 

281 



5. Compound of Claim 4 or a pharmaceutically acceptable salt thereof, wherein; 
B is selected from the group consisting of ethyl, 2-propenyl, 

2-propynyl, propyl, isopropyl, -CH 2 CH 2 CH 2 -, -CH 2 CH 2 CH 2 CH?-, butyl, 

2-butenyl, 3-butenyl, 2-butynyl, sec-butyl, tert-butyl, isobutyl, 
2-methylpropenyl, 2,2,2-trifluoroethyl, 3,33-trifluoropropyl, and 
2,2-difluoropropyl, wherein each member of group B is optionally substituted 
at any carbon up to and including 3 atoms from the point of attachment of B to 

32 33 34 

A with one or more of the group consisting of R , R , and R ; 

32 33 34 
R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, methoxy, ethoxy, 
isopropoxy, propoxy, hydroxy, amino, methoxyamino, ethoxyamino, acetamido, 
trifluoroacetamido, N-methylamino, dimethylamino, N-ethylamino, methylthio, 
ethylthio, isopropylthio, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 
trifluoromethoxy, 1,1,2,2-tetxafluoroethoxy, fluoro, chloro, bromo, 
amidosulfonyl, N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, 
hydroxy methyl, 1-hydroxyethyl, 2-hydroxyethyl, 
2,2,2-trifIuoro- 1-hydroxyethyl, methoxy carbonyl, ethoxy carbonyl, 
amidocarbonyl, N-methylamidocarbonyl, N,N-dimethylamidocarbonyl, and 
cyano; 

A is selected from the group consisting of a bond, NH, and N(CH3>; 
MisNorR^C; 

R^ is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, hydroxyamino, aminomethyl, 1-aminoethyl, methylamino, 
dimethylamino, cyano, methyl, ethyl, trifluoromethyl, pentafluoroethyl, 2,2,2- 
trifluoroethyl, methoxy, hydroxy methyl, 1-hydroxyethyl, 2-hydroxyethyl, 
methoxyamino, methylthio, ethylthio, trifluoromethoxy, 
1,1,2,2-tetrafluoroethoxy, fluoro, chloro, and bromo; 

R 2 is Z°-Q; 

Z° is selected from the group consisting of a bond, O, S, NH, N(CH3>, 

OCH 2 , SCH 2 , N(H)CH 2 , and N(CH 3 )CH 2 ; 
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Q is selected from the group consisting of phenyl, 2-thienyI, 3-thienyh 

2- furyi, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-imidazolyl, 4-imidazoIyl, 

3- pyrazolyl, 4-pyrazolyI, 2-thiazolyl, 3-isoxazolyl, 5-isoxazoIyl, 2-pyridyl, 
3-pyridyl, 4-pyridyl, 2-pyrazinyl, 2-pyrimidinyl, 4-pyrimidinyI, 
5-pyrimidinyl, 3-pyridazinyl, 4-pyridazinyl, and 13,5-triazin-2-yl, wherein a 
carbon adjacent to the carbon at the point of attachment of said phenyl or 

o 9 
heteroaryl ring to Z is optionally substituted by R , the other carbon adjacent 

to the carbon at the point of attachment is optionally substituted by R 1 ^, a 
9 

carbon adjacent to R and two atoms from the carbon at the point of attachment 

is optionally substituted by R^, a carbon adjacent to R 1 "^ and two atoms from 

12 

the carbon at the point of attachment is optionally substituted by R , and any 

10 12 11 

carbon adjacent to both R and R is optionally substituted by R , with the 

proviso that Q is other than a phenyl when Z° is a bond; 

9 11 13 

R , R , and R are independently selected from the group consisting 

of hydrido, amidino, guanidino, carboxy, methyl, ethyl, propyl, isopropyl, 
methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, N-methylamino, 
N,N-dimethylamino, N-ethylamino, methylthio, ethylthio, isopropylthio, 
trifluoromethyl, pentafluoroethyl, 2,2,2-tiifluoroethyl, 

2,2333-pentafluoropropyl, trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, 
chloro, bromo, methanesulfonamido, arnidosulfonyl, N-methylamidosuIfonyl, 
N,N-dimethylamidosulfonyl, hydroxy methyl, 1-hydroxyethyl, 2-hydroxyethyl, 
2,2,2-trifluoro-l -hydroxy ethyl, amidocarbonyl, N-methylamidocarbonyl, 
N,N-dimethylamidocarbonyl, and cyano; 

10 12 

R and R are independently selected from the group consisting of 

hydrido, amidino, guanidino, carboxy, carboxy methyl, methyl, ethyl, propyl, 
isopropyl, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
methoxyamino, ethoxyamino, acetamido, trifluoroacetamido, aminomethyl, 
1-aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, N-ethylamino, 
methanesulfonamido, arnidosulfonyl, N-methylamidosulfonyl, 
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N,N-dimethylamidosulfonyI, hydroxy methyl, 1-hydroxyethyl, 2-hydroxyethyl, 
2,2,2-trifluoro- 1-hydroxyethyl, methoxycarbonyl, ethoxycarbonyl, 
amidocarbonyl, N-methylamidocarbonyl, N,N-dimethylamidocarbonyl, 
N-benzylamidocarbonyl, N-(2-chiorobenzyl)amidocarbonyl, 
N-(3-fluorobenzyl)amidocarbonyi, N-(2-trifluoromethylbenzyl)amidocarbonyh 
N-( l-phenylethyl)amidocarbonyl, N-( 1-methyl- l-phenylethyl)amidocarbony 1, 
N-benzylamidosulfonyl, N-(2-cMorobenzyl)amidosulfonyl, 
N-ethylamidocarbonyl, N-isopropylamidocarbonyl, N-propylamidocarbonyl, 
N-isobutylamidocarbonyl, N-(2-butyl)amidocarbonyl, 
N-cyclobutylamidocarbonyl, N-cyelopentylamidocarbonyl, 
N-cyclohexylamidocarbonyl, fluoro, chloro, bromo, cyano, cyclobutoxy, 
cyclohexoxy, cyclohexylmethoxy, 4-trifluoromethycycIohexylmethoxy, 
cyclopentoxy, benzyl, benzyloxy, 4~bromo-3-fluorophenoxy, 

3- bromobenzyloxy, 4-bromobenzyloxy, 4~bromobenzy! amino, 
5-bromopyrid-2-ylmethylamino, 4-butoxyphenamino, 3-chlorobenzyl, 
4~chlorophenoxy, 4-chloro-3-ethylphenoxy, 4-chloro-3-ethylbenzylamino, 

4- chloro-3-ethylphenylamino, 3-chlorobenzyloxy, 4-chlorobenzyloxy, 

4- chlorobenzylsulfonyI, 4-chiorophenyIamino, 4-chlorophenylsulfonyl, 

5- chloropyrid-3-yloxy, 2-cyanopyrid-3-yloxy, 2,3-difluorobenzyloxy, 

2.4- difluorobenzyloxy, 3,4-difluorobenzyloxy, 2,5-difluorobenzyloxy, 

3.5- difluorophenoxy, 3,5-difluorobenzyloxy, 4-difluoromethoxy benzyloxy, 
2,3-difluorophenoxy, 2,4-difluorophenoxy, 2,5-difluorophenoxy, 
3,5-dimethylphenoxy, 3,4-dimethylphenoxy, 3,4~dimethylbenzyloxy, 
3,5-dimethylbenzyloxy, 4-ethoxyphenoxy, 4-ethylbenzyloxy, 3-ethylphenoxy, 
4-ethylaminophenoxy, 3-ethyl-5-methylphenoxy, 4-fluorobenzyloxy, 
2-fluoro-3-trifluoromethy!benzyloxy, 3-fluoro-5-trifluoromethylbenzyloxy, 
4-fluoro-2-trifluoromethylbenzyloxy, 4-fluoro-3-trifluoromethylbenzyloxy, 
2-fluorophenoxy, 4-fluorophenoxy, 2-fluoro-3-trifluoromethyIphenoxy, 

2- fluorobenzyloxy, 4-fluorophenylamino, 2-fluoro-4-trifluoromethylphenoxy, 
4-isopropylbenzyloxy, 3-isopropylphenoxy, 4-isopropylphenoxy, 
4-isopropyl-3-methyIphenoxy, 4~isopropylbenzyloxy, 3-isopropylphenoxy, 
4-isopropylphenoxy, 4-isopropyl-3-methylphenoxy, phenylamino, 
l-phenylethoxy, 2-phenylethoxy, 2-phenylethyl, 2-phenylethylamino, 
phenylsulfonyl, 3-trifluoromethoxybenzyloxy, 4-trifluoromethoxybenzyloxy, 

3- trifluoromethoxyphenoxy, 4-trifluoromethoxyphenoxy, 
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3-trifluoromethylbenzyloxy,4-trifluoromethylbenzyloxy, 

2.4- bis-trifluoromethylbenzyloxy,3-trifluoromethylbenzyl, 

3.5- bis-trinuoromethylbenzyloxy,4-trifluoromethylphenoxy, 
3-trifluoromethy!phenoxy,3-trifluoromethylthiobenzyloxy, 

5 4-trifluoromethylthiobenzyloxy, 234-trifluorophenoxy, 2,3,5-trifluorophenoxy, 
3-pentafluoroethylphenoxy, 3-(U,2,2-tetrafluoroethoxy)phenoxy, and 
3-trifluoromethylthiophenoxy ; 

Y° is selected from the group consisting of: 

1- Q b -4-Q S -2-R 16 -3-R 17 -5-R 18 -6-R 19 ^ nzene ' 

k 17 18 19 

10 2-Q -5-Q S -6-R -4-R -3-R pyridine, 

3-Q b -6-Q S -2-R l6 -5-R 18 -4-R 19 pyridine,2-Q b -5-Q S -3-R 16 -6-R 18 pyrazine, 

i |Q |g ^9 

3-Q -6-Q -2-R -5-R -4-R pyridazine, 

2- Q b -5-Q S -4-R 17 -6-R l Vrirnidine,5-Q b -2-Q S -4-R l6 -6-R 19 pyrirnidine, 

3- Q b -5-Q S -4-R 16 -2-R 19 thiophene,2-Q b -5-Q S -3-R 16 -4-R 17 tbiophene, 
L5 3 -Q b -5-Q S -4-R 16 -2-R 19 furan > 2-Q b -5-Q S -3-R 16 4-R 17 furan, 

3- Q b -5-Q S -4-R 16 -2-R 19 pyrrole,2-Q b -5-Q S -3-R 16 -4-R 17 pyrrole, 

4- Q b -2-Q S -5-R 19 imidazole,2-Q b -4-Q S -5-R 17 irnidazole, 
3-Q b -5-Q S -4-R l6 isoxazole, 5-Q b -3-Q S -4-R 16 isoxazole, 
2-Q b -5-Q S -4-R 16 pyrazole, 4-Q b -2-Q S -5-R 19 thiazole, and 

b s 17,. , 
20 2-Q -5-Q -4-R thiazole; 

R 16 R 17 , R 18 , and R 19 are independently selected from the group 
consisting of hydrido, methyl, ethyl, isopropyl, propyl, carboxy, amidino, 
guanidino, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
aminomethyl, 1-aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, 
2 5 N-ethylamino, methy lthio, ethylthio, isopropylthio, trifluoromethylthio, 

methylsulfmyl, ethylsulfinyl, methylsulfonyl, ethylsulfonyl, trifluoromethyl , 
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pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2333-pentafluoropropyl, 
trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, 
hydroxy methyl, 1 -hydroxy ethyl, 2-hydroxyethyl, and cyano; 

or is optionally selected from the group consisting of 
NR 2 °R 21 , N(R 26 )C(NR 2 ^)N(R 23 )(R 24 ), and C(NR 25 )NR 23 R 24 with the 

proviso that R^, R^, and are not simultaneously hydrido; 

b 20 21 

Q is selected from the group consisting of NR R , hydrido, 

C(NR 25 )NR 23 R 24 , and N(R 26 )C(NR 25 )N(R 23 )(R 24 ), with the proviso that 

20 21 23 24 
no more than one of R , R , R , and R can be hydroxy, when any two 

20 21 23 24 
of the group consisting of R ,R , R , and R are bonded to the same 

b 

atom and with the further proviso that said Q group is bonded directly to a 

carbon atom; 

20 21 23 24 25 26 
R , R , R , R , R , and R are independently selected from the 

group consisting of hydrido, methyl, ethyl, propyl, butyl, isopropyl, and hydroxy; 
s 

Q is selected from the group consisting of a bond, CH 2 , and CH 2 CH 2 . 



6. Compound of Claim 4 of the Formula: 




or a pharmaceutically acceptable salt thereof, wherein; 

A is selected from the group consisting of CH 2 N(CH 3 ), 

CH 2 N(CH 2 CH 3 ), CH 2 CH 2 N(CH 3 ), and CH 2 CH 2 N(CH 2 CH 3 ); 

MisNorR ! -C; 
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R 1 is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, hydroxyamino, aminomethyl, l-aminoethyl, methylamino, 
dimethylamino, cyano, methyl, ethyl, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, methoxy, hydroxymethyl, 1 -hydroxy ethyl, 2-hydroxyethyl, 
5 methoxyamino, methylthio, ethylthio, trifluoromethoxy, 
1,1,2,2-tetrafluoroethoxy, fluoro, chloro, and bromo; 

R 2 is Z°-Q; 

Z° is selected from the group consisting of a bond, O, S, NH, N(CH3), 

OCH 2 , SCH 2 , N(H)CH 2 , and N(CH 3 )CH 2 ; 

10 Q is selected from the group consisting of phenyl, 2-thienyl, 3-thienyl, 

2- furyl, 3-furyl, 2-pyrrolyl, 3-pyrroIyl, 2-imidazolyl, 4~imidazolyl, 

3- pyrazolyl, 4-pyrazolyl, 2-thiazolyl, 3-isoxazolyl, 5-isoxazolyl, 2-pyridyI, 
3-pyridyl, 4-pyridyl, 2-pyrazinyl, 2-pyrimidinyl, 4-pyrimidinyl, 
5-pyrimidinyI, 3-pyridazinyl, 4-pyridazinyl, and I3,5-triazin-2-yl, wherein a 

15 carbon adjacent to the carbon at the point of attachment of said phenyl or 

heteroaryl ring to Z° is optionally substituted by R 9 , the other carbon adjacent 

13 

to the carbon at the point of attachment is optionally substituted by R , a 
9 

carbon adjacent to R and two atoms from the carbon at the point of attachment 

is optionally substituted by R^, a carbon adjacent to R^ and two atoms from 

12 

2 0 the carbon at the point of attachment is optionally substituted by R , and any 

10 12 11 

carbon adjacent to both R and R is optionally substituted by R , with the 

proviso that Q is other than a phenyl when Z° is a bond; 
9 11 13 

R , R , and R are independently selected from the group consisting 

of hydrido, amidino, guanidino, carboxy, methyl, ethyl, propyl, isopropyl, 
25 methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, N-methylamino, 
N,N-dimethylamino, N-ethylamino, methylthio, ethylthio, isopropylthio, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 

2,2333-pentafluoropropyl, trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, 
chloro, bromo, methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, 
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N,N-dimethylamidosuIfonyi, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, 
2,2,2-trifluoro- 1-hydroxyethyl, amidocarbonyl, N-methylamidocarbonyl, 
N,N-dimethyIamidocarbonyl, and cyano; 
10 12 

R and R are independently selected from the group consisting of 

hydrido, amidino, guanidino, carboxy, carboxy methyl, methyl, ethyl, propyl, 
isopropyl, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
methoxyamino, ethoxyamino, acetamido, trifluoroacetamido, aminomethyl, 
1-aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, N-ethylamino, 
methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyI, hydroxy methyl, 1 -hydroxy ethyl, 2-hydroxyethyl, 
2,2,2-trifluoro- 1-hydroxyethyl, methoxycarbonyl, ethoxy carbonyl, 
amidocarbonyl, N-methylamidocarbonyl, N,N-dimethylamidocarbonyl, 
N-benzylamidocarbonyl, N-(2-chlorobenzyl)amidocarbonyl, 
N-(3-fluorobenzyl)amidocarbonyl, N-(2-trifluoromethylbenzyl)amidocarbonyl, 
N-(l-phenylethyI)amidocarbonyi, N-( 1-methyl- l-phenylethyl)amidocarbonyl, 
N-benzylamidosulfonyl, N-(2-chloroberizyI)amidosulfonyl, 
N-ethylamidocarbonyl, N-isopropylamidocarbonyl, N-propylamidocarbonyl, 
N-isobutylamidocarbonyl, N-(2-butyI)amidocarbonyl, 
N-cyclobutylamidocarbonyl, N-cyclopentyl amidocarbonyl, 
N-cyclohexylamidocarbonyl, fluoro, chloro, bromo, cyano, cyclobutoxy, 
cyclohexoxy, cyclohexylmethoxy, 4-trifluoromethycycIohexylmethoxy, 
cyclopentoxy, benzyl, benzyloxy, 4-bromo-3-fluorophenoxy, 

3- bromobenzyloxy, 4-bromobenzyloxy, 4-bromobenzylamino, 
5-bromopyrid-2-ylmethylamino, 4-butoxyphenamino, 3-chlorobenzyl, 

4- chlorophenoxy, 4-chloro-3-ethylphenoxy, 4-chloro-3-ethylbenzylamino, 
4-cWoro-3-ethylphenylamino, 3-chlorobenzyloxy, 4-chlorobenzyloxy, 

4- chlorobenzylsulfonyl, 4-chlorophenylamino, 4-chlorophenylsulfonyl, 

5- chloropyrid-3-yIoxy, 2-cyanopyrid-3-yloxy, 2,3~difluorobenzyloxy, 

2.4- difluorobenzyloxy, 3,4-difluorobenzyloxy, 2,5-difluorobenzyIoxy, 

3.5- difluorophenoxy, 3,5-difluorobenzyloxy, 4-difluoromethoxybenzyloxy, 
23-difluorophenoxy, 2,4-difluorophenoxy, 2,5-difluorophenoxy, 
3,5-dimethylphenoxy, 3,4-dimethyIphenoxy, 3,4-dimethylbenzyloxy, 
3,5-dimethylbenzyloxy, 4-ethoxyphenoxy, 4-ethylbenzyloxy, 3-ethylphenoxy, 
4-ethylaminophenoxy, 3-ethyl-5-methyIphenoxy, 4-fluorobenzyloxy, 
2-fluoro-3-trifluoromethylbenzyloxy, 3-fluoro-5-trifluoromethylbenzyloxy, 
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4-fluoro-2-trifluoromethylbenzyloxy 1 4-fluoro-3-trifluoromethylbenzyloxy > 
2-fluorophenoxy, 4-fluorophenoxy, 2-fiuoro-3-trifluoromethylphenoxy, 

2- fluorobenzyloxy, 4-fluorophenylamino, 2-fluoro-4~trifluoromethylphenoxy, 
4-isopropylbenzyloxy, 3-isopropyIphenoxy, 4-isopropylphenoxy, 
4-isopropyl-3-methylphenoxy, 4-isopropylbenzyloxy, 3-isopropylphenoxy, 
4-isopropylphenoxy, 4-isopropyI-3-methylphenoxy, phenylamino, 
l-phenylethoxy, 2-phenylethoxy, 2-phenylethyl, 2-phenylethylamino, 
phenylsulfonyl, 3-trifluoromethoxybenzyloxy, 4-trifluoromethoxybenzyloxy, 

3 - trifl uorome tho xy phenoxy , 4- trifl uoro me thoxy phenoxy , 
3-trifluoromethylbenzyloxy, 4^trifluoromethylbenzyloxy, 

2.4- bis-trifluoromethylbenzyIoxy, 3-trifluoromethyIbenzyl ? 

3.5- bis-trifluoromethylbenzyloxy, 4-trifluoromethyIphenoxy, 

3- trifluoromethylphenoxy, 3-triiluoromethylthiobenzyIoxy, 

4- trifluoromethylthiobenzyIoxy, 23,4-trifluorophenoxy, 2,3^-trifluorophenoxy, 
3-pentafluoroethylphenoxy, 3-(l,l,2,2-tetrafluoroethoxy)phenoxy, and 
3-triftuoromethylthiophenoxy; 

Y° is selected from the group consisting of: 

1- Q b -4-Q S -2-R 16 -3^R 17 -5-R 18 -6<R l9 benzene, 
2>Q b -5-Q S -6-R 17 ^R 18 -3-R 19 pyridine, 

3-Q b -6-Q S -2-R l6 o-R 18 -4-R 19 pyridine, 2-Q b -5-Q S -3-R 16 6-R 18 pyrazine, 
3 -Q b -6-Q S -2-R 1 8 -5-R 1 8 -4-R 1 9 pyridazine, 

2- Q b -5-Q S -4-R 1 ? -6-R 1 8 pyrimidine, 5-Q b -2-Q S -4-R 1 6 -6-R 1 9 pyrimidine, 

3- Q b -5-Q S -^R i6 -2>R 19 thiophene, 2-Q b -5-Q S -3-R 16 -4-R 1? thiophene, 
3-Q b -5-Q^4-R 16 -2-R 19 furan,2-Q b -5-Q S -3-R 16 -4-R 17 fumn, 

3 - Q b -5-Q S -^R 1 6 2-R 1 9 pyrrole, 2-Q b -5-Q S -3-R 1 6 -4-R 1 ? py rrole, 

4- Q b -2-Q S -5-R 1 imidazole, 2-Q b -4-Q S -5-R ^imidazole, 
3-Q b -5-Q S -4-R 16 isoxazole, 5-Q b -3-Q S -4-R 16 isoxazole, 
2-Q b -5-Q S -4-R 16 pyrazoIe ? 4-Q b -2-Q S -5-R 19 thiazole, and 
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b s 17 
2-Q -5-Q -4~R thiazole; 

R^, R^, R^ r and R^ are independently selected from the group 

consisting of hydrido, methyl, ethyl, isopropyl, propyl, carboxy. amidino, 
guanidino, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
aminomethyl, 1-aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, 
N-ethylamino, methylthio, ethylthio, isopropylthio, trifluoromethylthio, 
methylsulfinyl, ethylsulfinyl, methylsulfonyl, ethylsulfonyl, trifluoromethyl, 
pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2333-pentafIuoropropyl, 
trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, 
hydroxymethyl,l-hydroxyethyl, 2- hydroxy ethyl, and cyano; 

b 20 21 

Q is selected from the group consisting of NR R 

C(NR )NR R ,andN(R )C(NR )N(R )(R ), with the proviso that 

20 21 23 24 
no more than one of R , R , R , and R can be hydroxy, when any two 

20 21 23 24 
of the group consisting of R , R , R , and R are bonded to the same 

b 

atom and with the further proviso that said Q group is bonded directly to a 

carbon atom; 

20 21 23 24 25 26 
R , R , R , R , R , and R are independently selected from the 

group consisting of hydrido, methyl, ethyl, propyl, butyl, isopropyl, and 
hydroxy; 

Q is selected from the group consisting of a bond, CH 2 , and CH 2 CH 2 . 



7. Compound of Claim 6 or a pharmaceutical^ acceptable salt thereof, wherein; 
A is selected from the group consisting of CH 2 N(CH 3 ), 

CH 2 N(CH 2 CH 3 ), CH 2 CH 2 N(CH 3 ), and CH 2 CH 2 N(CH 2 CH 3 ); 

MisNorR^C; 

R"*" is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, hydroxyamino, aminomethyl, methylamino, cyano, methyl, 
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trifluoromethyl, methoxy, hydroxymethyl, methoxyamino, methylthio, 
trifluoromethoxy, fluoro, and chioro; 

R 2 isZ°-Q; 

Z° is selected from the group consisting of a bond, O, S, NH, and 
N(CH 3 ); 

Q is selected from the group consisting of 
3 -ami docarbony 1 o-ami nopheny 1 , 
3-amino-5-(N-benzylamidocarbonyl)phenyl, 
3-amino-5-benzylphenyl, 3-amino-5-(2-phenylethyl)phenyl, 
3-amino-5-benzylaminophenyl, 3-amino-5-(2-phenylethylamino)phenyl, 
3-amino-5-benzyloxyphenyl, 3-amino-5-(2-phenylethoxy)phenyl, 
3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l-methyI-l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-benzylamidosulfonyl)phenyl, 
3-amino~5-(N-(2-chIorobenzyl)amidosulfonyl)phenyl, 
3-amino-5-(N-ethylamidocarbonyl)phenyl, 
3-amino-5-(N-isopropylamidocarbonyl)phenyl, 
3-amino-5-(N-propylamidocarbonyl)phenyl, 
3-amino-5-(N-isobutylamidocarbonyl)phenyl, 
3-amino-5-(N-(2-butyl)amidocarbonyl)phenyl, 
3-amino-5-(N-cyclobutylajTiidocarbonyl)phenyl, 
3-amino-5-(N-cyclopentylamidocarbonyl)phenyl, 

3-amino-5-(N-cyclohexylamidocarbonyl)phenyl, 5-amino-2-fluorophenyl, 
3-amino-5-hydroxymethylphenyl, 5-amino-3-methoxycarbonylphenyl, 
3-amidinophenyl, 3-amino-2-methylphenyl, Samino-2-methylthiophenyl, 
-aminophenyl, 3-amino-5-(4-trifluoromethylbenzylamino)phenyl, 
3-amino-5-(4-trifluoromethylbenzyloxy)phenyl, 3-carboxyphenyl, 
3-carboxy-5-hydroxyphenyl, 3-amino-5-carboxyphenyl, 3-chlorophenyl, 
2-chlorophenyl, 3-cyanophenyl, 3,5-diaminophenyl, 3-dimethylaminophenyl, 

2- fluorophenyl, 3-fluorophenyl, 2-hydroxy phenyl, 3-hydroxyphenyl, 

3- methanesulfonylaminophenyl, 2-methoxyphenyl, 3-methoxyphenyI, 
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3-methoxyaminophenyl, 3-methoxycarbonylphenyL 2-methylaminophenyl, 
3-methylaminophenyl, 2-methylphenyl, 3-methylphenyl, 4^methylphenyl, 
phenyl, 3-trifluoroacetamidophenyl, 3-trifluoromethyIphenyl, 
2-trifluoromethylphenyl, 5-amino-2-thienyl, 5-amino-3-thienyl, 
5 3-bromo-2-thienyl, 3-pyridyI, 4-pyridyl, 2-thienyl, and 3-thienyI, with the 

proviso that Q is other than a phenyl or a substituted phenyl when Z° is a bond; 

Y° is selected from the group consisting of: 
l_Q b _4^Q S ^R 16 >3-R 17 -5-R 18 -6-R 19 benzene, 

2- Q b -5-Q S -6-R 17 -4-R I8 -3-R 19 pyridine, 

^ b ^ 16 ^ 18 19 

10 3-Q -6-Q -2-R -5-R -4-R pyridine, 

3- Q b -5-Q S -4^R 16 -2-R 19 thiophene, and 2-Q b -5-Q S -3-R I6 -4-R I? thiophene; 

R^ and R* 9 are independently selected from the group consisting of 

hydrido, amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 
hydroxy methyl, fluoro, chloro, and cyano; 
17 18 

15 R and R are independently selected from the group consisting of 

hydrido, fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 

h 25 23 24 

Q°isC(NR )NR R ; 

23 24 25 
R , R , and R are independently hydrido or methyl; 



20 



Q S is CH 2 . 



8. Compound of Claim 7 or a pharmaceutically acceptable salt thereof, where 
said compound is selected from the group consisting of: 

2- [3 - [2- [3 -aminophenoxy ] -6-chJoro-N- [ [4- 
2 5 aminoiminomethylphenyl]methyl]-5-[N,N-dimethylhydrazino]-4-oxo-l(4H)- 
pyrimidinyl]]acetamide; 

2-[3-[2-[3-aminophenoxy]-6-chloro-5-[N-ethyl-N-methylhydrazino]- 
N-[[4-aminoiminometJiylphenyl]methyl]-4-oxo-l(4H)-pyrimidinyl]]acetamide; 
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2-[3-[2-[3-aminophenoxy]-6-chloro 
aminoiminomethylphenyI]methyl]^oxo-l(4H)-pyriim 

2-[4-[3-[3-aminophenoxyJ-N-[[4-aminoiminomethyIphenylJmethy 6- 
[N,N-dimethylhydrazino ]-5-oxo- I(5H)- 1 ,2,4-triazinyi]]acetamide; 
5 2-[4-[3-[3-aminophenoxy]-6-[^ 
aminoiminomethylphenyl]methyl]-^ 

2-[4-[3-[3-aminophenoxy]-6-[N,N-diethylhydrazino]~N-[[4- 
aminoiminomethylphenyl]methy I]-Soxo- 1 (5H)- 1 ,2,4-triazinyl]]acetamide; 

2-[3-[2-[3-amino-5-carboxyphenoxy]-6-chloro-N-[[4- 
10 aminoiminomethylphenyl]methyl]-5-^ 
pyrimidinyl]]acetamide; 

2-[3-[2-[3-amino-5-carboxyphenoxy]-6-chloro-5-[N-ethyl-N- 
methylhydrazino]-N4[4-aminoiminomethylphenyI]methyl]-4- 
pyrimidinyl]]acetamide ; 

15 2-[3-[2-[3-amino-5-carboxyphenoxy]-6-chloro-5-[N,N- 

diethylhydrazino]-N4[4-aminoirrunom 

pyrimidinyl]]acetamide; 

2-[4-[3-[3-amino-5-carboxyphenoxy]-N-[[4- 

aminoiminomethylphenyljmethyl]- 6-[N,N-dimethylhydrazino]-5-oxo-l(5H)- 
2 0 1 ,2,4-triazinyl]]acetamide; 

244-[3^3-amino-5-carboxyphenoxy]-6-[N-ethyI-N-methylhydrazino]- 
N-[[4-aminoiminomethylphenyl]methyl]-5-oxo- 1 (5H)- 1 ,2,4- 
triazinyl]]acetamide; 

244-[3-[3-amino-5-carboxyphenoxy]-6-|>J,N-diethylhydrazino]-N-[r4- 
2 5 aminoiminomethylphenyl]methyI]--5-oxo- 1 (5H)- 1 ,2,4-triazinyl]]acetamide. 

9. Compound of Claim 2 of the Formula: 




O 



or a pharmaceutical^ acceptable salt thereof, wherein; 
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B is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 
adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

32 

ring to A is optionally substituted by R , the other carbon adjacent to the 

36 

carbon at the point of attachment is optionally substituted by R , a carbon 
32 

adjacent to R and two atoms from the carbon at the point of attachment is 

33 36 
optionally substituted by R , a carbon adjacent to R and two atoms from the 

carbon at the point of attachment is optionally substituted by R*^, and any 

carbon adjacent to both R"^ and R^ is optionally substituted by R^ 4 ; 

32 33 34 35 J 36 
K , K , K , K , and R are independentiy selected from the 

group consisting of hydrido, acetamido, haloacetamido, amidino, guanidino, 
alkoxy, hydroxy, amino, alkoxyamino, alkylamino, alkylthio, amidosulfonyl, 
alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, hydroxyhaloalkyl, carboalkoxy, 
carboxy, carboxamido, cyano, and Q b ; 

15 7 

A is a or (CH(R )) pa -(W ) IT wherein rr is 0 or 1, pa is an integer 

7 7 7 
selected from 0 through 3, and W is (R )NC(0) or N(R ); 

7. 

R is selected from the group consisting of hydrido, hydroxy and alkyl; 



15. 

R is selected from the group consisting of hydrido, halo, alkyl, and 



haloalkyl; 

MisNorR^C; 

R 1 is selected from the group consisting of hydrido, hydroxy, 
hydroxyamino, amidino, amino, cyano, hydroxyalkyl, alkoxy, alkyl, alkylamino, 
aminoalkyl, alkylthio, alkoxyamino, haloalkyl, haloalkoxy, and halo; 

R 2 is Z°-Q; 

Z° is a bond or W°-(CH(R 42 )) p wherein p is 0 or 1 and W° is selected 

41 

from the group consisting of O, S, and N(R ); 
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41 42 

R and R are independently hydrido or alkyl; 

Q is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 

adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

o 9 
ring to Z is optionally substituted by R , the other carbon adjacent to the 

13 

5 carbon at the point of attachment is optionally substituted by R , a carbon 
9 

adjacent to R and two atoms from the carbon at the point of attachment is 

optionally substituted by R^, a carbon adjacent to R^ and two atoms from the 

12 

carbon at the point of attachment is optionally substituted by R , and any 

carbon adjacent to both R and R is optionally substituted by R , with the 

1 0 proviso that Q is other than a phenyl when Z° is a bond; 
9 11 13 

R , R , and R are independently selected from the group consisting 

of hydrido, hydroxy, amino, amidino, guanidino, alkylamino, alkylthio, 
alkylsulfonamido, alkylsulfinyl, alkylsulfonyl, amidosulfonyl, alkyl, alkoxy, 
halo, haloalkyl, haloalkoxy, hydroxyalkyl, hydroxyhaloalkyl, carboxy, 
1 5 carboxamido, and cyano; 

R^ and R^ are independently selected from the group consisting of 

hydrido, acetamido, haloacetamido, amidino, guanidino, alkyl, aryl, aralkyl, 
cycloalkyl, cycloalkylalkyl, heteroaryl, heterocyclyl, alkoxy, cycloalkoxy, 
cycloalkylalkoxy, aralkoxy, aryloxy, heteroaryloxy, heteroaralkoxy, 

20 heterocyclyloxy, heterocyclylalkoxy, hydroxy, amino, alkoxyamino, alkylamino, 
arylamino, aralkylamino, heteroarylamino, heteroaralkylamino, 
heterocyclylamino, heterocyclylalkylamino, alkylsulfonamido, amidosulfonyl, 
arylsulfinyl, aralkylsulfinyl, cycloalkylsulfinyl, heteroarylsulfinyl, arylsulfonyl, 
aralkylsulfonyl, cycloalkylsulfonyl, heteroarylsulfonyl, hydroxyalkyl, 

25 hydroxyhaloalkyl, aminoalkyl, carboalkoxy, carboxy, carboxyalkyl, 
carboxamido, halo, haloalkyl, and cyano; 

Y° is phenyl or a heteroaryl of 5 or 6 ring members, wherein one carbon 

s 

of said phenyl or said heteroaryl is substituted by Q , a carbon two or three 
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s 

contiguous atoms from the point of attachment of Q to the phenyl or 

heteroaryl ring is substituted by Q b a carbon adjacent to the point of 

s 17 
attachment of Q is optionally substituted by R , another carbon adjacent to 

the point of attachment of Q is optionally substituted by R , a carbon 

adjacent to Q b is optionally substituted by R 16 , and another carbon adjacent to 

~b . 19 
Q is optionally substituted by R ; 

16 17 18 19 
K , R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, 
haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and 
cyano; 

r. 16 20 21 25 23 24 

R orR is optionally NR R or C(NR )NR R with the 

proviso that R 16 , R 19 , and Q b are not simultaneously hydrido; 

Q b is selected from the group consisting of NR 2 °R 21 , hydrido, and 
25 23 24 

C(NR )NR R , with the proviso that no more than one of R 2 ° and R 21 is 

hydroxy at the same time and with the further proviso that no more than one of R 
24 

and R is hydroxy at the same time; 

20 21 23 24 25 
R , R , R , R , and R ' are independently selected from the group 

consisting of hydrido, alkyl, and hydroxy; 
s 

Q is selected from the group consisting of a bond, CH 2? and 
CH2CH2. 



23 
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10. Compound of Claim 9 or a pharmaceutical^ acceptable salt thereof, 
wherein; 

B is selected from the group consisting of phenyl, 2-thienyl, 3-thienyh 

2- furyl, 3-furyl, 2-pyrrolyl, 3-pynrolyl, 2-imidazolyl, 4-imidazolyl, 

5 3-pyrazolyl, 4-pyrazolyl, 2-thiazolyl, 3-isoxazolyL 5-isoxazoiyl, 2-pyridyL 

3- pyridyl, 4-pyridyl, 2-pyrazinyl, 2-pyrimidinyl, 4-pyrimidinyl, 
5-pyrimidinyl, 3-pyridazinyl, 4-pyridazinyl, and 13,5-triazin-2-yI, wherein a 
carbon adjacent to the carbon at the point of attachment of said phenyl or 

32 

heteroaryl ring to A is optionally substituted by R , the other carbon adjacent 

10 to the carbon at the point of attachment is optionally substituted by R 36 , a 

32 

carbon adjacent to R ~ and two atoms from the carbon at the point of 

33 ^>fi 
attachment is optionally substituted by R , a carbon adjacent to R and two 

atoms from the carbon at the point of attachment is optionally substituted by 

35 33 35 

R , and any carbon adjacent to both R and R is optionally substituted by 

15 R 34 ; 

D 32 o 33 r> 34 rv 35 36 

K , K , R , R , and R are independently selected from the 
group consisting of hydrido, amidino, guanidino, carboxy, methoxy, ethoxy, 
isopropoxy, propoxy, hydroxy, amino, methoxyamino, ethoxyamino, 
acetamido, trifluoroacetamido, N-methylamino, dimethylamino, N-ethylamino, 

2 0 methylthio, ethylthio, isopropylthio, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, 2,2333-pentafluoropropyl, trifluoromethoxy, 
1,1,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, amidosulfonyl, 
N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxy methyl, 
1-hydroxyethyl, 2-hydroxyethyI, 2,2,2-trifluoro-l-hydroxyethyl, 

2 5 methoxycarbonyl, ethoxycarbonyl, amidocarbonyl, N-methylamidocarbonyl , 
N,N-dimethylamidocarbonyl, cyano, and Q b ; 
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A is selected from the group consisting of a bond, NH, N(CH 3 ), 
N(OH), CH 2 , CH3CH, CF3CH, NHC(O), N(CH 3 )C(0), C(0)NH, 
C(0)N(CH 3 ), CH 2 CH 2 , CH 2 CH 2 CH 2 , CH 3 CHCH 2 , and CF 3 CHCH 2 ; 

MisNorR^C; 

R 1 is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, hydroxyamino, aminomethyl, 1-aminoethyl, methylamino, 
dimethylamino, cyano, methyl, ethyl, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, methoxy, hydroxymethyl, 1 -hydroxy ethyl, 2-hydroxy ethyl, 
methoxyamino, methylthio, ethylthio, trifluoromethoxy, 
1,1,2,2-tetrafluoroethoxy, fluoro, chloro, and bromo; 

R 2 is Z°-Q; 

Z° is selected from the group consisting of a bond, O, S, NH, N(CH 3 ), 
OCH 2 , SCH 2 , N(H)CH 2 , and N(CH 3 )CH 2 ; 

Q is selected from the group consisting of phenyl, 2-thienyl, 3-thienyl, 

2- furyl, 3-furyl, 2-pyrrolyl, 3-pynrolyl, 2-imidazolyl, 4-imidazolyl, 

3- pyrazolyl, 4-pyrazolyl, 2-thiazolyI, 3-isoxazolyl, 5-isoxazolyl, 2-pyridyl, 
3-pyridyl, 4-pyridyI, 2-pyrazinyl, 2-pyrimidinyl, 4-pyrimidinyl, 
5-pyrimidinyl, 3-pyridazinyl, 4~pyridazinyl, and 13,5-triazin-2-yl, wherein a 
carbon adjacent to the carbon at the point of attachment of said phenyl or 

0 9 
heteroaryl ring to Z is optionally substituted by R , the other carbon adjacent 

to the carbon at the point of attachment is optionally substituted by R , a 
9 

carbon adjacent to R and two atoms from the carbon at the point of attachment 
is optionally substituted by R 10 , a carbon adjacent to R 13 and two atoms from 
the carbon at the point of attachment is optionally substituted by R , and any 
carbon adjacent to both R 10 and R 12 is optionally substituted by R 1 \ with the 
proviso that Q is other than a phenyl when Z° is a bond; 
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R ,R ,andR ' are independently selected from the group consisting 

of hydrido, amidino, guanidino, carboxy, methyl, ethyl, propyl, isopropyl, 
methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, N-methylamino, 
N,N-dimethylamino, N-ethylamino, methylthio, ethylthio, isopropylthio, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 

2,2333-pentafluoropropyl, trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, 
chloro, bromo, methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyl, hydroxy methyl, 1-hydroxyethyl, 2-hydroxyethyl, 
2,2,2-trifluoro- 1-hydroxyethyl, amidocarbonyl, N-methylamidocarbonyl, 
N,N-dimethylamidocarbonyl, and cyano; 
o 10 12 

R and R are independently selected from the group consisting of 

hydrido, amidino, guanidino, carboxy, carboxy methyl, methyl, ethyl, propyl, 
isopropyl, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
methoxyamino, ethoxyamino, acetamido, trifluoroacetamido, aminomethyl, 
1-aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, N-ethylamino, 
methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, 
2,2,2-trifluoro-l-hydroxyethyl, methoxycarbonyl, ethoxycarbonyl, 
amidocarbonyl, N-methylamidocarbonyl, N,N-dimethylamidocarbonyl, 
N-benzylamidocarbonyl, N-(2-chlorobenzyl)amidocarbonyl, 
N-(3~fluorobenzyl)amidocarbonyl, N-(2-trifluoromethylbenzyl)amidocarbonyl, 
N-(l-phenylethyl)amidocarbonyl, N-(l-methyl-l-phenylethyl)amidocarbonyl, 
N-benzylamidosulfonyl, N-(2-chlorobenzyl)amidosulfonyl, 
N-ethylamidocarbonyl, N-isopropylamidocarbonyl, N-propylamidocarbonyl, 
N-isobutylamidocarbonyl, N-(2-butyl)amidocarbonyl, 
N-cyclobutylamidocarbonyl, N-cyclopentyl amidocarbonyl, 
N-cycIohexylamidocarbonyl, fluoro, chloro, bromo, cyano, cyclobutoxy, 
cyclohexoxy, cyclohexylmethoxy, 4-trifluoromethycyclohexylmethoxy, 
cyclopentoxy, benzyl, benzyloxy, 4-bromo-3-fluorophenoxy, 

3- bromobenzyloxy, 4-bromobenzyloxy, 4-bromobenzylamino, 
5-bromopyrid-2-ylmethylamino, 4^butoxyphenamino, 3-chlorobenzyl, 

4- chlorophenoxy, 4-chloro-3-ethylphenoxy, 4-chloro-3-ethylbenzylamino, 
4-chloro-3-ethylphenylamino, 3-chlorobenzyloxy, 4-chlorobenzyloxy, 
4-chlorobenzylsulfonyl, 4-chlorophenylamino, 4-chlorophenylsulfonyl, 
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Schloropyrid-3-yIoxy, 2-cyanopyrid-3-yloxy, 23-difluorobenzyIoxy\ 

2.4- difIuorobenzyloxy, 3/Wifluorobenzyloxy, 2,5-difluorobenzyloxy, 

3.5- difluorophenoxy,3,5-difluorobenzyloxy, 4-difluoromethoxybenzyloxy. 
2,3-difluorophenoxy, 2,4-difluorophenoxy, 2,5-difluorophenoxy, 

5 3,5-dimethylphenoxy, 3,4-dimethylphenoxy, 3,4-dimethylbenzyloxy, 

3,5-dimethylbenzyloxy, 4-ethoxyphenoxy, 4-ethylbenzyloxy, 3-ethyiphenoxy, 
4-ethylaminophenoxy, 3-ethyl-5-methylphenoxy, 4-fluorobenzyloxy, 
2-fluoro-3-trifluoromethylbenzyloxy,3-fluoro-5-trifluoromethylbenzyloxy, 
4-fluoro-2-trifluoromethylbenzyloxy, 4-fluoro-3-trifluoromethylbenzyloxy, 
10 2-fluorophenoxy, 4-fluorophenoxy, 2-fluoro-3-trifluoromethylphenoxy, 

2- fiuorobenzyloxy, 4-fluorophenylarnino, 2-fluoro^trifluoromethylphenoxy, 
4-isopropyIbenzyloxy, 3-isopropyIphenoxy, 4-isopropylphenoxy, 
4-isopropyl-3-methylphenoxy, 4-isopropylbenzyloxy, 3-isopropylphenoxy, 
4-isopropylphenoxy, 4~isopropyl-3-methylphenoxy, phenylamino, 

1 5 1-phenylethoxy, 2-phenylethoxy, 2-phenylethyl, 2-phenylethylamino, 

phenylsulfonyi, 3-trifluoromethoxybenzyIoxy, 4-trifluoromethoxybenzyloxy, 

3- trifluoromethoxyphenoxy, 4-trifluoromethoxyphenoxy, 
3-trifluoromethylbenzyloxy, 4-trifluoromethyIbenzyloxy, 
2,4-bis-trifluoromethyIbenzyloxy, 3-trifluoromethyIbenzyl, 

2 0 3,5-bis-trifluoromethylbenzyloxy, 4-trifluoromethylphenoxy, 

3- trifluoromethylphenoxy,3-trifluoromethylthiobenzyloxy, 

4- trifluoromethylthiobenzyloxy, 2,3,4-trifluorophenoxy, 23,5-trifluorophenoxy, 
3-pentafluoroethylphenoxy, 3-(l,l,2,2-tetrafluoroethoxy)phenoxy, and 
3-trifluoromethylthiophenoxy; 

25 Y° is selected from the group consisting of: 

1- Q b -4-Q S -2.R 1S -3.R 17 - 5 -R 18 -6-R 19 be ra e„e. 

b s 17 1 R 1Q 

2- Q -5-Q -6-R -4-R -3-R pyridine, 

3- Q b -6-Q S -2-R l6 -5-R 18 4-R 19 p y ridine,2-Q b -5-Q S -3-R 16 6-R 18 pyra 2ine, 
3-Q b -6-Q S -2-R 18 -5-R 18 -4-R 19 pyridazine, 

30 2-Q b -5-Q S -4-R 17 -6-R 18 pyrimidine,5-Q b -2-Q S -4-R 16 -6-R l9 pyrimidine, 
3-Q b -5-Q S -4-R 16 -2-R I9 thiophene, 2-Q b -5-Q S -3-R 16 -4-R 17 thiophene, 

300 



C-3203 



3-Q b -5-Q S -4-R 16 2-R 19 turan,2-Q b -5-Q S -3-R 16 -4-R 17 furan, 

3- Q b -5-Q S -4-R 16 -2-R l9 pyrrole, 2-Q b -5-Q S -3-R 16 4-R 17 pyrroIe, 

4- Q b -2-Q S -5-R 19 imidazole, 2-Q b -4-Q S -5-R 1 imidazole, 
3-Q b -5-Q S ^R 16 isoxazole, 5-Q b -3-Q S -4-R 16 isoxazole, 

5 2-Q b -5-Q S -4-R 16 pyrazole, 4-Q b -2-Q S -5-R ^thiazole, and 

b s 17 
2-Q -5-Q S -4-R thiazole; 

D 16 17 18 19 

R , R , R , and R are independently selected from the group 

consisting of hydrido, methyl, ethyl, isopropyl, propyl, carboxy, amidino, 
guanidino, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 

1 0 aminomethyl, 1-aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, 
N-ethylamino, methylthio, ethylthio, isopropylthio, trifluoromethylthio, 
methylsulfinyl, ethylsulfinyl, methylsulfonyl, ethyl sulfonyl, trifluoromethyl, 
pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2333-pentafluoropropyl, 
trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, 

15 hydroxy methyl, 1-hydroxyethyl, 2-hydroxy ethyl, and cyano; 

16 19 25 23 24 16 

R orR is optionally C(NR )NR R with the proviso that R 

19 b 

R , and Q are not simultaneously hydrido; 

b 25 23 24 

Q is C(NR )NR R or hydrido, with the proviso that no more than 

23 24 

one of R and R is hydroxy at the same time; 
23 24 25 

1 0 R , R , and R are independently selected from the group consisting of 

hydrido, methyl, ethyl, and hydroxy; 

Q is selected from the group consisting of a bond, CH 2 and CH 2 CH^ 



11. Compound of Claim 10 or a pharmaceutical^ acceptable salt thereof, 
2 5 wherein; 

B is selected from the group consisting of 2-aminophenyl, 
3-aminophenyl, 3-amidinophenyI, 4-amidinophenyl, 3 -carboxy phenyl, 
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3-carboxy-5-hydroxyphenyI, 3-chlorophenyl, 4-chlorophenyl, 
3,4-dichlorophenyl, 2-fluorophenyl, 3-fluorophenyl, 3,4-difluorophenyl, 
3-hydroxyphenyl, 4-hydroxy phenyl, 3-methoxyaminophenyl, 
3-methoxyphenyl, 4-methoxyphenyI, 3-methylphenyl, 4~methylphenyl, phenyl, 
3-trifluorornethylphenyl, 2-imidazoyl, 2-pyridyl, 3-pyridyl, 
5-chIoro-3-trifluoromethyl-2-pyridyl,^pyridyl, 2-thienyl, 3-thienyl, and 
3-trifluoromethyl-2-pyridyl ; 

A is selected from the group consisting of CH 2 , CH3CH, CF3CH, 
NHC(O), CH 2 CH 2 , and CH 2 CH 2 eH 2 ; 
MisNorR^C; 

R* is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, hydroxyamino, aminomethyl, methylamino, cyano, methyl, 
trifluoromethyl, methoxy, hydroxymethyl, methoxyamino, methylthio, 
tiifluoromethoxy, fluoro, and chloro; 

R 2 is Z°-Q; 

Z° is selected from the group consisting of a bond, O, S, NH, NCCH^), 

OCH 2 ,and SCH 2 ; 

Q is selected from the group consisting of 
3-amidocarbonyl-5-aminophenyl, 3-amino-5-(N-benzylamidocarbonyl)phenyl, 
3-amino-5-benzylphenyl, 3-amino-5-(2-phenylethyl)phenyl, 
3-amino-5-benzylaminophenyl, 3-amino-5-(2-phenylethylamino)phenyl, 
3-amino-5-benzyloxy phenyl, 3-amino-5-(2-phenylethoxy)phenyl, 
3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(3-fluorobenzyI)amidocarbonyl)phenyl, 
3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l-methyl-l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-benzylamidosulfonyl)phenyl, 
3-amino-5-(N-(2-chlorobenzy l)amidosulfony 1 )phenyl , 
3-amino-5-(N-ethylamidocarbonyl)phenyl, 
3-amino-5-(N-isopropyIamidocarbonyI)phenyl, 
3-amino-5-(N-propylamidocarbonyl)phenyl, 
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3-amino-5-(N-isobutylamidocarbonyl)phenyI, 
3-amino5-(N-(2-butyI)amidocarbonyl)phenyl, 
3-amino-5-(N-cydobutyIamidocarbonyl)phenyl, 
3-amino-S(N-cyclopentyIamidocarbonyl)phenyI, 
5 3-amino-5-(N-cyclohexylamidocarbonyl)phenyI, 5-amino-2-fluorophenyl, 
3-amino-5-hydroxymethyiphenyl, 5-amino-3-methoxycarbonylphenyl, 
3-amidinophenyl, 3-amino-2-methylphenyI, 5-amino-2-methylthiophenyl, 
3-ajTiinophenyl,3-amino-S(4-trifluorometJiylbenzyIamino)phenyl, 
3-amino-5-(4- trifl uorome thy Ibenzy loxy )pheny 1 , 3 -carboxy pheny 1 , 
1 0 3-carboxy-5-hydroxyphenyl, 3-ammo-5-carboxyphenyl, 3-chlorophenyl, 

2-chlorophenyl, 3-cyanophenyl, 3,5-diaminophenyl, 3-dimethylaminophenyl, 

2- fIuorophenyl, 3-fluorophenyl, 2-hydroxy phenyl, 3-hydroxyphenyl, 

3- methanesulfonylaminophenyl, 2-methoxy phenyl, 3-methoxyphenyl, 
3-methoxyaminophenyl, 3-methoxycarbonylphenyl, 2-methylaminophenyl, 

1 5 3-methylaminophenyl, 2-methy [phenyl, 3-methylphenyI, 4-methylphenyl, 
phenyl, 3-trifluoroacetamidophenyl, 3-trifluoromethylphenyl, 

2- trifluoromethylphenyl, 5-amino-2-thienyl, 5-amino-3-thienyl, 

3- bromo-2-thienyl, 3-pyridyl, 4-pyridyI, 2-thienyl, and 3-thienyl, with the 
proviso that Q is other than a phenyl or substituted phenyl when Z° is a bond; 

20 Y° is selected from the group consisting of: 

1- Q b -4-Q S -2-R 16 3-R 17 -5-R 18 -6-R 19 benzene, 

2- Q b -5-Q S -6-R I7 -4-R 18 -3-R 19 pyndine, 

3- Q b -6-Q S -2-R 16 5-R 18 -4-R 19 pyridine, 

3-Q b -5-Q S -4-R 16 2-R 19 thiophene, and 2-Q b -5-Q S -3-R 16 -4-R 17 thiophene; 

25 R and R 19 are independently selected from the group consisting of 

hydrido, amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 
hydroxymethyl, fluoro, chloro, and cyano; 

R 16 or R 19 is optionally QNR^NR^R 24 with the proviso that R 16 , 
19 b 

R , and Q are not simultaneously hydrido; 
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17 18 

R and R are independently selected from the group consisting of 

hydrido, fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 

h 25 23 24 

Q is C(NR )NR R orhydrido; 

23 24 25 
R , R , and R are independently hydrido or methyl; 

Q S is CH 2 . 



12. Compound of Claim 9 of the Formula: 




or a pharmaceutically acceptable salt thereof, wherein; 

B is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 
adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

32 

ring to A is optionally substituted by R , the other carbon adjacent to the 

36 

carbon at the point of attachment is optionally substituted by R , a carbon 
32 

adjacent to R and two atoms from the carbon at the point of attachment is 

33 36 
optionally substituted by R , a carbon adjacent to R and two atoms from the 

35 

carbon at the point of attachment is optionally substituted by R , and any 

• 33 35 34 

carbon adjacent to both R and R is optionally substituted by R ; 

32 33 34 35 J 36 
K , R , R ,R ,andR are independently selected from the 

group consisting of hydrido, acetamido, haloacetamido, amidino, guanidino, 
alkoxy, hydroxy, amino, alkoxyamino, alkylamino, alkylthio, amidosulfonyl, 
alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, carboalkoxy, carboxy, 

carboxamido, cyano, and Q b ; 
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A is a or (CH(R 15 )) pa -(W 7 ) IT wherein rr is 0 or 1, pa is an integer 

7 7 

selected from 0 through 3, and W is N(R ); 
7 

R is hydrido or alkyl; 
0 15. 

R is selected from the group consisting of hydrido, halo, alkyl, and 



haloalkyl; 



MisNorR l -C; 



R is selected from the group consisting of hydrido, hydroxy, 
hydroxyamino, amidino, amino, cyano, hydroxyalkyl, alkoxy, alkyl, alkylamino, 
aminoalkyl, alkylthio, alkoxyamino, haloalkyl, haloalkoxy, and halo; 

10 R 2 isZ°-Q; 

Z° is a bond or W°-(CH 2 )p wherein p is 0 or 1 and W° is selected 
from the group consisting of O, S, and N(H); 

Q is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 
adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

o . 9 
15 ring to Z is optionally substituted by R , the other carbon adjacent to the 

13 

carbon at the point of attachment is optionally substituted by R , a carbon 
9 

adjacent to R and two atoms from the carbon at the point of attachment is 

optionally substituted by R 10 a carbon adjacent to R 13 and two atoms from the 

12 

carbon at the point of attachment is optionally substituted by R , and any 
20 carbon adjacent to both R 10 and R 12 is optionally substituted by R 1 with the 

proviso that Q is other than a phenyl when Z° is a bond; 
9 11 13 

R , R , and R are independently selected from the group consisting 

of hydrido, hydroxy, amino, amidino, guanidino, alkylamino, alkylthio, alkoxy, 
alkylsulfinyl, alkylsulfonyl, amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, 
25 hydroxyalkyl, carboxy, carboxamido, and cyano; 
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10 12 

R and R are independently selected from the group consisting of 
hydrido, acetamido, haloacetamido, amidino, guanidino, alkyl, alkoxy. 
alkoxyamino, hydroxy, amino, alkylamino, alkylsulfonamido, amidosulfonyl, 
hydroxyalkyl, aminoalkyl, halo, haloalkyl, carboalkoxy, carboxy, carboxamido, 
carboxyalkyl, and cyano; 

Y° is phenyl or a heteroaryl of 5 or 6 ring members, wherein one carbon 
of said phenyl or said heteroaryl is substituted by Q S , a carbon two or three 
contiguous atoms from the point of attachment of Q S to the phenyl or 

heteroaryl ring is substituted by Q b , a carbon adjacent to the point of 

s 17 
attachment of Q is optionally substituted by R , another carbon adjacent to 

s 18 
the point of attachment of Q is optionally substituted by R , a carbon 

adjacent to Q b is optionally substituted by R 16 , and another carbon adjacent to 

b . 19 
Q is optionally substituted by R ; 

16 17 18 19 
K , R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, aikanoyl, 
haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and 
cyano; 

r^ 16 20 21 25 23 24 

R or R is optionally NR R or C(NR )NR R with the 

proviso that R 16 , R 19 , and Q b are not simultaneously hydrido; 

Q b is selected from the group consisting of NR 2 °R 21 , hydrido, and 
C(NR 2:> )NR 23 R 24 ; 

D 20 D 21 n 23 x, 24 ,^25 

K , K , K , K , and R are independently hydrido or alkyl; 
Q S isCH 2 . 
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13. Compound of Claim 12 or a pharmaceutical^ acceptable salt thereof, 
wherein; 

B is selected from the group consisting of phenyl, 2-thienyI, 3-thienyl, 
2-furyl, 3-furyl, 2-pyrrolyI, 3-pyrroIyI, 2-imidazolyl, 4-imidazolyl, 3-pyrazolyI, 
5 4-pyrazolyl, 2-thiazoiyI, 3-isoxazolyl, and 5-isoxazolyl, wherein a carbon 
adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

32 

nng to A is optionally substituted by R , the other carbon adjacent to the 

36 

carbon at the point of attachment is optionally substituted by R , a carbon 

adjacent to R and two atoms from the carbon at the point of attachment is 

33 26 
1 0 optionally substituted by R , a carbon adjacent to R and two atoms from the 

35 

carbon at the point of attachment is optionally substituted by R , and any 

33 3 5 

carbon adjacent to both R and R is optionally substituted by R 34 ; 

32 33 34 35 j 36 
K , K , K , R , and R are independently selected from the 

group consisting of hydrido, amidino, guanidino, methyl, ethyl, methoxy, 
1 5 ethoxy, hydroxy, amino, N-methylamino, dimethylamino, methoxyamino, 
methylthio, ethylthio, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 
fluoro, chloro, bromo, amidosulfonyl, N-methylamidosulfonyl, hydroxymethyl, 
amidocarbonyl, carboxy, cyano, and Q b ; 

A is selected from the group consisting of a bond, NH, N(CH 3 ), CH 2 , 

2 0 CH 3 CH, and CH 2 CH 2 ; 

MisNorR^C; 

R 1 is selected from the group consisting of hydrido, hydroxy, 
hydroxymethyl, amino, aminomethyl, methylamino, cyano, methyl, 
trifluoromethyl, methoxy, methylthio, trifluoromethoxy, fluoro, and chloro; 
25 R 2 isZ°-Q; 

Z° is selected from the group consisting of a bond, O, S, NH, OCH 2 , 
SCH 2 ,and N(H)CH 2 ; 
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Q is selected from the group consisting of phenyl, 2-thienyl, 2-furyl, 

2- pyrrolyl, 2-imidazolyl, 2-thiazolyI, 3-isoxazolyl, 2-pyridyl, and 

3- pyridyl, wherein a carbon adjacent to the carbon at the point of attachment of 

o 9 
said phenyl or heteroaryl ring to Z is optionally substituted by R , the other 

carbon adjacent to the carbon at the point of attachment is optionally substituted 

by R , a carbon adjacent to R and two atoms from the carbon at the point of 

attachment is optionally substituted by R^, a carbon adjacent to R^ and two 
atoms from the carbon at the point of attachment is optionally substituted by 
R , and any carbon adjacent to both R*° and R* 2 is optionally substituted by 

R 1 \ with the proviso that Q is other than a phenyl when Z° is a bond; 
9 11 13 

R , R , and R are independently selected from the group consisting 

of hydrido, methyl, ethyl, methoxy, ethoxy, hydroxy, amino, N-methylamino, 
N,N-dimethylamino, methylthio, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, fluoro, chloro, bromo, amidosulfonyl, 
N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxymethyl, 
1-hydroxyethyl, amidocarbonyl, N-methylamidocarbonyl, carboxy, and cyano; 
o 10 ^12 

K and R are independently selected from the group consisting of 

hydrido, amidino, amidocarbonyl, N-methylamidocarbonyl, 
N-benzylamidocarbonyl, N-(2-chlorobenzyl)amidocarbonyl, 
N-(3-fluorobenzyl)amidocarbonyl, N-(2-trifluoromethylbenzyl)amidocarbonyl, 
N-(l-phenylethyl)amidocarbonyl, N-(l-methyl-l-phenylethyl)amidocarbonyl, 
N-benzylamidosulfonyl, N-(2-chlorobenzyl)amidosulfonyl, 
N-ethylamidocarbonyl, N-isopropylamidocarbonyl, N-propylamidocarbonyl, 
N-isobutylamidocarbonyl, N-(2-butyl)amidocarbonyl, 
N-cyclobutylamidocarbonyl, N-cyclopentylamidocarbonyl, 
N-cyclohexylamidocarbonyl, guanidino, methyl, ethyl, methoxy, ethoxy, 
hydroxy, hydroxymethyl, 1-hydroxyethyl, 2-hydroxy ethyl, carboxy, 
carboxy methyl, amino, acetamido, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, trifluoroacetamido, aminomethyl, N-methylamino, 
dimethylamino, methoxyamino, amidosulfonyl, N-methylamidosulfonyl, 
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N,N-dimethyIamidosulfonyl, methanesulfonamido, methoxycarbonyl, fluoro, 
chloro, bromo, and cyano; 

Y° is selected from the group consisting of: 

1- Q V Q S -2-R l6 -3-R 17 -5-R 18 6-R 19 benzene, 

2- Q b -5-Q S -6-R 17 -4-R 18 -3-R l9 pyndine, 2-Q b -5-Q S -3-R 16 4-R l7 thjophene, 

3- Q b -6-Q^2-R 16 -5-R 18 -4-R 19 pyridine,3-Q b -5-Q S -4-R 16 -2-R 19 thiophene, 
3-Q b -5-Q S -4-R 16 -2-R 19 furan,2-Q b -5-Q S -3-R 16 -4-R 17 furan, 

3- Q b -SQ S -4-R 16 -2-R 19 pyrrole,2-Q b -5-Q S -3-R 16 -4-R 17 pyrrole, 

4- Q -2-Q S -5-R 19 thiazole, and 2-Q b -5-Q S -4-R 17 thiaz 0 le; 

0 16 17 18 19 

K , K , R , and R are independendy selected from the group 

consisting of hydrido, methyl, ethyl, amidino, guanidino, methoxy, hydroxy, 
amino, aminomethyl, 1-aminoethyl, 2-aminoethyl, N-methylamino, 
dimethylamino, methylthio, ethylthio, trifluoromethylthio, methylsulfinyl, 
methylsulfonyl, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 
trifluoromethoxy, fluoro, chloro, hydroxymethyl, carboxy, and cyano- 

QNsN^V'orCCNR^NR^R 24 ; 

20 21 23 24 25 
R , R , R , R , and R are independently selected from the group 

consisting of hydrido, methyl, and ethyl; 

Q S is CH 2 . 



14. Compound of Claim 13 or a pharmaceutically acceptable salt thereof, 
wherein; 

B is selected from the group consisting of 2-aminophenyl, 
3-aminophenyl, 3-amidinophenyl, 4-amidinophenyl, 3-carboxyphenyl, 
3-carboxy-5-hydroxyphenyl, 3-chlorophenyl, 4-chlorophenyl, 
3,4-dichlorophenyl, 2-fluorophenyl, 3-fluorophenyl, 3,4-difluorophenyl, 
3-hydroxyphenyl, 4-hydroxyphenyl, 3-methoxyaminophenyl, 
3-methoxyphenyi, 4-methoxyphenyI, 3-methylphenyl, 4-methyIphenyI, phenyl, 
3-trifluoromethylphenyl, 2-imidazoyl, 2-pyridyl, 3-pyridyl, 
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Schloro-3-trifluoromethyl-2-pyridyI, 4-pyridyl, 2-thienyl, 3-thienyl, and 
3-trifluoromethyl-2-pyridyl; 

A is selected from the group consisting of CH 2 and CH2CH2; 
MisNorR l -C; 

R* is selected from the group consisting of hydrido, hydroxy, 
hydroxymethyl, amino, aminomethyl, cyano, methyl, trifluoromethyl, and 
fluoro; 

R 2 isZ°-Q; 

Z° is selected from the group consisting of a bond, O, S, NH, and 

OCH 2 ; 

Q is selected from the group consisting of 
3-amidocarbonyl-5-aminophenyl, 3-amidocarbonyl-5-aminophenyl, 
3-amino-5-(N-benzylamidocarbonyl)phenyl, 
3-amino-S(N-(2-chlorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N>(l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l-methyl-l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-benzylamidosulfonyl)phenyl, 
3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 
3-amino-5-(N-ethylamidocarbonyl)phenyl, 
3-amino-5-(N-isopropyIamidocarbonyl)phenyI, 
3-amino-5-(N-propylamidocarbonyl)phenyl, 
3-amino-S(N-isobutylamidocarbonyl)phenyl, 
3-amino-5-(N-(2-butyl)amidocarbonyl)phenyl, 
3-amino-5-(N-cyclobutylamidocarbonyl)phenyl, 
3-amino-5-(N-cycIopentyIamidocarbonyl)phenyl, 

3-amino-5-(N-cyclohexylamidocarbonyl)phenyl, S-amino-2-fluorophenyl, 
3-amino-5-hydroxymethylphenyl, 5-amino-3-methoxycarbonylphenyl, 
3-amidinophenyl, 3-amino-2-methylphenyl, 5-amino-2-methylthiophenyl, 
3-aminophenyl3-carboxyphenyl, 3-carboxy-5-aminophenyl, 
3-carboxy-5-hydroxyphenyl, 3-carboxymethyI-5-aminophenyl, 



3-carboxymethyl-5-hydroxyphenyl, 3-carboxymethylphenyl, 3-chlorophenyl, 
2-chlorophenyl, 3-cyanophenyl, 3,5-diaminophenyl, 3-dimethylaminophenyl, 

2- fluorophenyl, 3-fluorophenyl, 2,5-difluorophenyl, 2-hydroxyphenyl, 

3- hydroxyphenyI, 3-methanesulfonylaminophenyl, 2-methoxyphenyl, 
3-methoxyphenyl, 3-methoxyaminophenyl, 3-methoxycarbonylphenyl, 
2-methylaminophenyl, 3-methylaminophenyl, 2-methylphenyl, 3-methylphenyl, 
4~methylphenyl, phenyl, 3-trifluoroacetamidophenyl, 3-trifluoromethylphenyl, 

2- trifluoromethylphenyl, 5-amino-2-thienyl, 5-amino-3-thienyl, 

3- bromo-2-thienyI, 3-pyridyl, 4-pyridyl, 2-thienyl, and 3-thienyl, with the 
proviso that Q is other than a phenyl or a substituted phenyl when Z° is a bond; 

Y° is selected from the group consisting of: 

1 -Q b -4-Q S -2-R 16 -3-R 1? -5-R I8 -6-R 19 benzene, 

2- Q b -5-Q S -6-R 1? -4-R 1 8 -3-R 1 pyridine, 

3- Q b -6-Q S -2-R 16 -5-R 18 -4-R 19 pyridine, 

3-Q b -5-Q S -4-R 16 -2-R 19 thiophene, and 2-Q b -5-Q S -3-R 16 -4-R 17 thiophene; 

16 19 

R and R are independently selected from the group consisting of 

hydrido, amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 
hydroxy methyl, fluoro, chloro, and cyano; 

17 18 

R and R are independently selected from the group consisting of 
hydrido, fluoro, chloro, hydroxy, hydroxy methyl, amino, carboxy, and cyano; 
Q b is CCNR^NR^R 24 ; 

23 24 25 
R , R , and R are independently hydrido or methyl; 

Q S isCH 2 . 



15. Compound of Claim 14 or a pharmaceutically acceptable salt thereof, 
wherein; 

B is selected from the group consisting of 3-aminophenyl, 
3-amidinophenyl, 4-amidinophenyl, 3-chlorophenyl, 4-chlorophenyl, 
3,4-dichlorophenyl, 2-fluorophenyl, 4-methylphenyl, phenyl, 2-imidazoyl, 



3-pyridyl, 4-pyridyI, and 3-trifluoromethyl-2-pyridyI; 

A is selected from the group consisting of CH 2 and CH 2 CH 2 ; 
MisNorR l -C; 

R 1 is selected from the group consisting of hydrido, hydroxy, 
hydroxymethyl, amino, aminomethyl, cyano, methyl, trifluoromethyl, and 
fluoro; 

R 2 isZ°-Q; 

Z° is selected from the group consisting of a bond, O, S, and NH; 
Q is selected from the group consisting of 

3-amidocarbonyl-5-aminophenyl,3-amino-5-(N-benzylamidocarbonyI)phenyl, 

3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, 

3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, 

3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 

3-amino-5-(N-(l-phenylethyl)amidocarbonyl)phenyl, 

3-amino-5-(N-(l-methyl-l-phenylethyl)amidocarbonyl)phenyl, 

3-amino-5-(N-benzylamidosulfonyl)phenyl, 

3-amino-S(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 

3-amino-5-(N-ethylamidocarbonyl)phenyl, 

3-amino-5-(N-isopropylamidocarbonyl)phenyl, 

3-amino-5-(N-propylamidocarbonyl)phenyl, 

3-amino-5-(N-isobutyIamidocarbonyI)phenyl, 

3-amino-5-(N-(2-butyl)amidocarbonyl)phenyl, 

3-amino-5-(N-cyclobutylamidocarbonyl)phenyl, 

3-amino-5-(N-cyclopentylamidocarbonyl)phenyl, 

3-amino-S(N-cyclohexylamidocarbonyl)phenyI,3-aminophenyl, 

3-carboxy-5-aminophenyl, 3-chlorophenyl, 3,5-diaminophenyl, 

3-dimethylaminophenyl,3-hydroxyphenyl,3-methanesulfonylaminophenyI, 
3-methyIaminophenyl, 2-methylphenyl, 3-methylphenyl, phenyl, 

3- trifluoroacetamidophenyl, 3-bromo-2-thienyl, 2-thienyl, and 3-thienyl, with 
the proviso that Q is other than a phenyl or a substituted phenyl when Z° is a 
bond; 

Y° is selected from the group consisting of 5~amidino-2-thienylmethyI, 

4- amidinobenzyl, 2-fluoro-4-amidinobenzyl, and 3-fluoro-4-amdinobenzyl. 



16. Compound of Claim 9 where said compound is selected from the group of 
the Formula: 




o 



or a pharmaceutical^ acceptable salt thereof, wherein: 

R 2 is 3-aminophenoxy, B is 3-chlorophenyl, A is CH 9 CH 2 , Y° is 4- 

amidinobenzyl, and M is CH; 

2 o 
R is 3-aminophenoxy, B is phenyl, A is CH 2 , Y is 4-amidinobenzyl, and 

M is CH; 

R 2 is phenylthio, B is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 4- 
amidinobenzyl, and M is CH; 

R 2 is 3-amino-4-carboxy-2-thienyl, B is phenyl, A is CH 2 CH 2 , Y° is 4- 
amidinobenzyl, and M is CH; 

R 2 is 3,4-diamino-2-thienyl, B is phenyl, A is CH 2 CH 2 , Y° is 4- 
amidinobenzyl, and M is CH; 

R 2 is phenoxy, B is 3-aminophenyl, A is C(0)NH, Y° is 4-amidinobenzyl, 
and M is CH; 

R 2 is phenoxy, B is 3-amidinophenyl, A is CH 2 , Y° is 4-amidinobenzyl, 
and M is CH; 

R 2 is 3-(N-methylamino)-2-thienyl, B is phenyl, A is CH 2 CH 2 , Y° is 4- 
amidinobenzyl, and M is CH; 

R 2 is 3-methylsulfonamido-2-thienyI, B is phenyl, A is CH 2 CH 2 , Y° is 4- 
amidinobenzyl, and M is CH; 

R 2 is phenylthio, B is 4~amidinophenyl, A is CH 2 , Y° is 4-amidinobenzyl, 
and M is CH; 
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9 0 

R/ is 3-methylaminophenoxy, B is phenyl, A is CH 2 CH 2 , Y is 4- 
amidinobenzyl, and M is CH; 

R is 3-aminophenylthio, B is 3-chlorophenyl, A is CH2CH2, Y is 4- 
amidinobenzyl, and M is CH; 
5 R is 3-aminophenylamino, B is phenyl, A is CH9, Y is 4-amidinobenzyl, 

and M is CH; 

? 0 
R is 3-aminophenoxy, B is 3-chlorophenyh A is CH2CH2, Y is 4- 

amidinobenzyl, and M is CH; 

R is 3-amino-2-thienyl, B is phenyl, A is CH?, Y is 4-amidinobenzyl, and 

10 MisCH; 

? 0 
R^ is phenylthio, B is 3-chlorophenyl, A is CH 2 CH 2 , Y is 4- 

amidinobenzyl, and M is CH; 

R is 3-aminophenoxy, B is 3-chlorophenyl, A is CH2CH2, IS 4- 

amidinobenzyl, and M is CH; 

15 R^ is 3-amino-2-thienyl, B is phenyl, A is CH 2 , Y° is 4-amidinobenzyl, and 

MisCH; 

9 

R^ is 3-amidocarbonyl-5-aminophenoxy, B is 3-chlorophenyl, A is 
CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is CH; 

R is 3-amino-5-(N-benzylamidocarbonyl)phenoxy, B is 3-chlorophenyl, A 
20 is CH2CH2, Y° is 4-amidinobenzyl, and M is CH; 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyI)phenoxy, B is 3- 
chlorophenyl, A is CH 2 CH2, Y° is 4-amidinobenzyl, and M is CH; 

R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenoxy, B is 3- 
chlorophenyl, A is CH 2 CH2, Y° is 4-amidinobenzyl, and M is CH; 

25 R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenoxy, B is 

3-chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is CH; 
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R is 3,5-diaminophenoxy, B is 3-chlorophenyI, A is CH 2 CH 2 , Y is 4- 

amidinobenzyl, and M is CH; 

R 2 is 3-amino-5-carboxy-2-thienyl, B is 3-chlorophenyl, A is CH 2 CH 2 , Y° 

is 4-amidinobenzyI, and M is CH; 
2 

R is 3-amidocarbonyl-5-aminophenylthio, B is 3-chlorophenyl, A is 
CH 2 CH 2 ,Y° is 4-amidinobenzvI, and M is CH; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)-2-thienyI , B is 3-chlorophenyl, 

A is CH 2 CH 2) Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)-2-thienyl, B is 3- 

chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)-2-thienyl, B is 3- 

chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl and M is CH; 
2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-2-thienyl, B 
is 3-chlorophenyI, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is CH; 

R 2 is 3,5-diaminophenylamino, B is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 

4^amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-carboxyphenylamino, B is 3-chlorophenyl, A is CH 2 CH 2 , 
Y° is 4-amidinobenzyl, and M is CH; 

R 2 is 3-aminophenoxy, B is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 4- 

amidinobenzyl, and M is CCI; 

2 0 
R is 3-aminophenoxy, B is phenyl, A is CH 2 , Y is 4-amidinobenzyl, and 

Mis CCI; 

R 2 is phenylthio, B is 3-chlorophenyl, A is CH 2 CH 2 ,Y° is 4- 
amidinobenzyl, and M is CCI; 

R 2 is 3-amino-4-carboxy-2-thienyl, B is phenyl, A is CH 2 CH 2 , Y° is 4- 
amidinobenzyl, and M is CCI; 
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R 2 is 3,4-diamino-2-thienyI, B is phenyl, A is CH 9 CH 2 , Y° is 4- 

amidinobenzyl, and M is CO; 

2 0 
R is phenoxy, B is 3-aminophenyl, A is QO)NH, Y is 4-amidinobenzyl, 

andMisCCl; 

R 2 is phenoxy, B is 3-amidinophenyl, A is CH 2 , Y° is 4-amidinobenzyL 
andMisCCl; 

R 2 ts3-(N-methylamino>2-thienyl, B is phenyl, A is CH 2 CH 2 ,Y° is 4- 
amidinobenzyl, and M is CC1; 

R 2 is3-methyIsulfonamido-2-thienyl, B is phenyl, A is CH 2 CH 2 ,Y° is 4- 
amidinobenzyl, and M is CC1; 

R 2 is phenylthio, B is 4-amidinophenyl, A is CH 2 , Y° is 4-amidinobenzyl, 
and M is CC1; 

R 2 is 3-methylaminophenoxy, B is phenyl, A is CH 2 CH 2 , Y° is 4- 
amidinobenzyl, and M is CC1; 

R 2 is 3-aminophenylthio, B is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 4- 

amidinobenzyl, and M is CC1; 

2 o 
R is 3-aminophenylarnino, B is phenyl, A is CH 2 , Y is 4-amidinobenzyl, 

and M is CC1; 

R 2 is 3-aminophenoxy, B is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 4- 
amidinobenzyl, and M is CC1; 

R 2 is3-amino-2-thienyl, B is phenyl, A is CH 2 , Y° is 4-amidinobenzyl, and 
Mis CC1; 

R 2 is phenylthio, B is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 4- 
amidinobenzyl, and M is CC1; 

R 2 is 3-aminophenoxy, B is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 4- 
amidino benzyl, and M is CC1; 

R 2 is 3-amino-2-thienyl, B is phenyl, A is CH 2 , Y° is 4-amidinobenzyl, and 
Mis CC1; 



R 2 is 3-amidocarbonyl-5-aminophenoxy, B is 3-chlorophenyl, A is 
CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is CC1; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenoxy, B is 3-chlorophenyl, A 
is CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is CC1; 

R 2 is 3-amino-5-(N-(2-chIorobenzyl)amidocarbonyl)phenoxy ? B is 3- 
chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is CC1; 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenoxy, B is 3- 
chlorophenyi, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is CC1; 

R 2 is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenoxy, B is 

3- chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is CC1; 

R 2 is 3,5-diaminophenoxy, B is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 4- 
amidinobenzyl, and M is CC1; 

R 2 is 3-amino-5-carboxy-2-thienyI, B is 3-chlorophenyl, A is CH 2 CH 2 , Y° 
is 4-amidinobenzyl, and M is CC1; 

R 2 is 3-amidocarbonyl-S-aminophenylthio, B is 3-chlorophenyl, A is 
CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is CC1; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)-2-thienyl, B is 3-chlorophenyl, 
A is CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is CC1; 

R 2 is3-arnino-5-(N-(2-chlorobenzyl)amidocarbonyl)-2-thienyl, B is 3- 
chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is CC1; 

R 2 is3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)-2-thienyl, B is 3- 
chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl and M is CC1; 

R 2 is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-2-thienyl, B 
is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is CC1; 

R 2 is 3,5-diaminophenylamino, B is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 

4- amidinobenzyl, and M is CC1; 



R is3-amino-5-carboxyphenylamino, B is 3-chlorophenyL A is CH 2 CH 2 , 

Y° is 4-amidinobenzyl, and M is CC1; 

9 0 
is 3-aminophenoxy, B is 3-chlorophenyl, A is CH 2 CH 2? Y is 4- 

amidinobenzyl, and M is CH; 

9 0 
R z is 3-aminophenoxy, B is phenyl, A is CH 2 , Y is 4-amidinobenzyL and 

M is CH; 

is phenylthio, B is 3-chlorophenyl, A is CH 2 CH 2 , Y is 4- 
amidinobenzyl, and M is N; 

R 2 is 3-amino-4~carboxy-2-thienyl, B is phenyl, A is CH 2 CH 2 , Y° is 4- 

amidinobenzyl, and M is N; 

9 0 
R z is 3,4-diamino-2-thienyl, B is phenyl, A is CH 2 CH 2 , Y is 4- 

amidinobenzyl, and M is N; 

9 0 
R z is phenoxy, B is 3-aminophenyl, A is C(0)NH, Y is 4-amidinobenzyl, 

and M is N; 

9 0 
R^ is phenoxy, B is 3-amidinophenyI, A is CH 2 , Y is 4-amidinobenzyl, 

and M is N; 

R 2 is 3-(N-methylamino)-2-thienyl, B is phenyl, A is CH 2 CH 2 , Y° is 4- 
amidinobenzyl, and M is N; 

R 2 is 3-methylsulfonamido-2-thienyl, B is phenyl, A is CH 2 CH 2 , Y° is 4- 

amidinobenzyl, and M is N; 

9 0 
R is phenylthio, B is 4-amidinophenyl, A is CH 2 , Y is 4-amidinobenzyl, 

and M is N; 

9 0 
R^ is 3-methylaminophenoxy, B is phenyl, A is CH 2 CH 2 , Y is 4- 

amidinobenzyl, and M is N; 

9 0 
R is 3-aminophenylthio, B is 3-chlorophenyl, A is CH 2 CH 2 , Y is 4- 

amidinobenzyl, and M is N; 

9 0 
R is 3-aminophenylamino, B is phenyl, A is CH 2 , Y is 4-amidinobenzyl, 

and M is N; 
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R z is 3-aminophenoxy, B is 3-chlorophenyl, A is CH 2 CH 2 , Y is 4- 

amidinobenzyl, and M is N; 

2 0 
is 3-amino-2-thienyl, B is phenyl, A is CH 2 , Y is 4-amidinobenzyl, and 

M is N; 

2 0 

is phenylthio, B is 3-chlorophenyl, A is CH 2 CH 2 , Y is 4- 

amidinobenzyl, and M is N; 

2 0 
R is 3-aminophenoxy, B is 3-chlorophenyl, A is CH 2 CH 2 , Y is 4- 

amidinobenzyl, and M is N; 

2 0 
R is 3-amino-2-thienyl, B is phenyl, A is CH 2 , Y is 4-amidinobenzyl, and 

M is N; 

R is 3-amidocarbonyl-5-aminophenoxy, B is 3-chlorophenyl, A is 
CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is N; 

R is 3-amino-5-(N-benzylamidocarbonyl)phenoxy, B is 3-chlorophenyl, A 

is CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenoxy, B is 3- 

chlorophenyl, A is CH 2 CH 2 , is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-chJorobenzyl)amidosulfonyl)phenoxy, B is 3- 

chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenoxy, B is 

3-chlorophenyl, A is CH 2 CH 2 , is 4-amidinobenzyl, and M is N; 

2 0 
R is 3,5-diaminophenoxy, B is 3-chlorophenyl, A is CH 2 CH 2 , Y is 4- 

amidinobenzyl, and M is N; 

2 0 
R is 3-amino-5-carboxy-2-thienyl, B is 3-chlorophenyl, A is CH 2 CH 2 , Y 

is 4-amidinobenzyl, and M is N; 
2 

R is 3-amidocarbonyl-5-aminophenylthio, B is 3-chlorophenyl, A is 
CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is N; 
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5 



10 



15 



R/ is3-amino-5-(N-benzylamidocarbonyl)-2-thienyI, B is 3-chlorophenyl, 



R z is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)-2-thienyi, B is3- 
chlorophenyl, A is CH 2 CH2, Y° is 4-amidinobenzyl, and M is N; 

R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)-2-thienyl, B is 3- 
chlorophenyl, A is CH 2 CH2, Y° is 4-amidinobenzyl and M is N; 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyI)~2-thienyl, B 
is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is N; 

R^ is 3,S-diaminophenylamino, B is 3-chlorophenyl, A is CH2CH2, Y° is 
4-amidinobenzyl, and M is N; 

R is 3-airrino-5-carboxyphenylamino, B is 3-chlorophenyl, A is CH2CH2, 
Y° is 4-amidinobenzyl, and M is N. 

17. Compound of Claim 2 of the Formula: 



or a pharmaceutically acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, C2-C8 alkyl, C3-C8 
alkenyl, C3-C8 alkynyl, and C2-C8 haloalkyl, wherein each member of group B 
is optionally substituted at any carbon up to and including 6 atoms from the 

32 

point of attachment of B to A with one or more of the group consisting of R , 



A is CH 2 CH 2 ,Y° is 4-amidinobenzyl, and M is N; 
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32 33 34 35 , 36 . , 
R , R , R , R , and R are independently selected from the 

group consisting of hydrido, acetamido, haloacetamido, amidino, guanidino, 
alkoxy, hydroxy, amino, alkoxyamino, alkylamino, alkylthio, amidosulfonyl, 
alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, hydroxy haloalkyl, carboalkoxy, 

5 carboxy, carboxamido, cyano, and Q b ; 

15 7 

A is a or (CH(R ))p a -(W ) rr wherein rr is 0 or 1, pa is an integer 

7 7 7 
selected from 0 through 3, and W is (R )NC(0) or N(R ); 

7 

R is selected from the group consisting of hydrido, hydroxy and alkyl; 
15 

R is selected from the group consisting of hydrido, halo, alkyl, and 
10 haloalkyl; 

MisNorR^C; 

R"** is selected from the group consisting of hydrido, hydroxy, 
hydroxyamino, amidino, amino, cyano, hydroxyalkyl, alkoxy, alkyl, alkylamino, 
aminoalkyl, alkylthio, alkoxyamino, haloalkyl, haloalkoxy, and halo; 

15 R 2 isZ°-Q; 

Z° is a bond or W°-(CH(R 42 ))p wherein p is 0 or 1 and W° is selected 

41 

from the group consisting of O, S, and N(R ); 
41 42 

R and R are independently hydrido or alkyl; 

Q is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 
20 adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

ring to Z° is optionally substituted by R^, the other carbon adjacent to the 

13 

carbon at the point of attachment is optionally substituted by R , a carbon 
9 

adjacent to R and two atoms from the carbon at the point of attachment is 

optionally substituted by R*°, a carbon adjacent to R*^ and two atoms from the 

12 

2 5 carbon at the point of attachment is optionally substituted by R , and any 
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carbon adjacent to both R and R is optionally substituted by R , with the 

proviso that Q is other than a phenyl when Z° is a bond; 

R 9 , R l \ and R 13 are independently selected from the group consisting 

of hydrido, hydroxy, amino, amidino, guanidino, alkylamino, alkylthio, 
5 alkylsulfonamido, alkylsulfinyl, alkylsulfonyl, amidosulfonyl, alkyl, alkoxy, 
halo, haloalkyl, haloalkoxy, hydroxyalkyl, hydroxyhaloalkyl, carboxy, 
carboxamido, and cyano; 

R 10 and R 12 are independently selected from the group consisting of 

hydrido, acetamido, haloacetamido, amidino, guanidino, alkyl, aryl, aralkyl, 
1 0 cycloalkyl, cycloalkylalkyl, heteroaryl, heterocyclyi, alkoxy, cycloalkoxy, 
cycloalkylalkoxy, aralkoxy, aryloxy, heteroaryloxy, heteroaralkoxy, 
heterocyclyloxy, heterocyclylalkoxy, hydroxy, amino, alkoxyamino, alkylamino, 
arylamino, aralkylamino, heteroarylamino, heteroaralkylamino, 
heterocyclylamino, heterocyclylalkylamino, alkylsulfonamido, amidosulfonyl, 
1 5 arylsulfinyl, aralkylsulfinyl, cycloalkylsulfinyl, heteroarylsulfinyl, arylsulfonyl, 
aralkylsulfonyl, cycloalkylsulfonyl, heteroarylsulfonyl, hydroxyalkyl, 
hydroxyhaloalkyl, aminoalkyl, carboalkoxy, carboxy, carboxyalkyl, 
carboxamido, halo, haloalkyl, and cyano; 

Y° is phenyl or a heteroaryl of 5 or 6 ring members, wherein one carbon 

s 

20 of said phenyl or said heteroaryl is substituted by Q , a carbon two or three 

contiguous atoms from the point of attachment of Q to the phenyl or 

heteroaryl ring is substituted by Q b , a carbon adjacent to the point of 

17 

attachment of Q S is optionally substituted by R , another carbon adjacent to 

s 18 
the point of attachment of Q is optionally substituted by R , a carbon 

25 adjacent to Q b is optionally substituted by R 16 and another carbon adjacent to 

b 19 
Q is optionally substituted by R ; 
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„16 17 18 19 

R , R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkylamino, alkyl thio, alkylsulfinyl, alkylsulfonyl, alkanoyl, 
haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and 
cyano; 

D 16 19. 

K or R is optionally selected from the group consisting of 
NR 2 °R 21 , C(NR 25 )NR 23 R 24 and N(R 26 )C(NR 25 )N(R 23 )(R 24 )„ with the 
proviso that R 16 , R 19 , and Q b are not simultaneously hydrido; 

Q b is selected from the group consisting of NR 2 °R 2 \ hydrido, 

QNR^NR^R 24 , and N(R 26 )C(NR 25 )N(R 23 )(R 24 ), with the proviso that 

. 20 21 

no more than one of R and R is hydroxy at the same time and with the 

further proviso that no more than one of R 23 and R 24 is hydroxy at the same 



time; 



20 21 13 24 25 26 
K , K , R , R , R , and R are independently selected from the 



group consisting of hydrido, alkyl, and hydroxy; 
s 

Q is selected from the group consisting of a bond, CH 2 , and 
CH2CH2- 



18. Compound of Claim 17 or a pharmaceutically acceptable salt thereof, 
wherein; 

B is selected from the group consisting of hydrido, ethyl, 2-propynyl, 
2-propenyl, propyl, isopropyl, butyl, 2-butenyI, 3-butenyl, 2-butynyl, sec-butyl, 
tert-butyl, isobutyl, 2-methylpropenyl, 1-pentyl, 2-pentenyl, 3-pentenyl, 
4-pentenyl, 2-pentynyl, 3-pentynyl, 2-pentyI, l-methyl-2-butenyl, 

1- methyl-3-butenyl, l-methyl-2-butynyl, 3-pentyl, l-ethyl-2-propenyl, 

2- methylbutyl, 2-methyl-2-butenyl, 2-methyl-3-butenyl, 2-methyl-3-butynyl, 

3- methylbutyl, 3-methyI-2-butenyl, 3-methyl-3-butenyl, 1-hexyl, 2-hexenyl, 
3-hexenyl, 4-hexenyl, 5-hexenyl, 2-hexynyl, 3-hexynyl, 4-hexynyI, 2-hexyl, 
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l-methyl-2-pentenyl, l-methyl-3-pentenyl, l-methyl-4-pentenyl, 
l-methyl-2-pentynyl, l-methyl-3-pentynyl, 3-hexyl, l-ethyl-2-butenyi, 
l-ethyl-3-butenyl, l-propyI-2-propenyh l-ethyl-2-butynyl, 1-heptyl, 2-heptenyl, 

3- heptenyI, 4-heptenyl, 5-heptenyl, 6-heptenyl, 2-heptynyl, 3-heptynyI, 

4- heptynyl, 5-heptynyI, 2-heptyl, l-methyl-2-hexenyl, l-methyl-3-hexenyl, 
1 -methyl -4-hexenyl, l-methyl-5-hexenyl, l-methyl-2-hexynyl, 
l-methyl-3-hexynyl, l-methyl-4-hexynyl, 3-heptyl, l-ethyl-2-pentenyl, 
l-ethyl-3-pentenyl, I-ethyl-4-pentenyl, l-butyl-2-propenyl, l-ethyi-2-pentynyl, 
l-ethyI-3-pentynyl, 2,2,2-trifluoroethyI, 2,2-difluoropropyl, 
4-trifluoromethyl-5,5,5-trifluoropentyl, 4-trifluoromethylpentyl, 
5,5,6,6,6-pentafluorohexyl, and 333-trifluoropropyl, wherein each member of 
group B is optionally substituted at any carbon up to and including 5 atoms 
from the point of attachment of B to A with one or more of the group 

32 33 34 35 36 
consisting of R ,R , R , R , and R ; 

„32 33 34 35 A 36 

K , K , R , R , and R are independently selected from the 

group consisting of hydrido, amidino, guanidino, carboxy, methoxy, ethoxy, 
isopropoxy, propoxy, hydroxy, amino, methoxyamino, ethoxyamino, acetainido, 
trifluoroacetamido, N-methylamino, dimethylamino, N-ethylamino, methylthio, 
ethylthio, isopropylthio, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 
2,2333-pentafluoropropyl, trifluoromethoxy, 1,1^2,2-tetrafluoroethoxy, fluoro, 
chloro, bromo, amidosulfonyl, N-methylamidosulfonyl, 

N,N-dimethylamidosulfonyl, hydroxy methyl, 1-hydroxyethyl, 2-hydroxyethyl, 
2,2,2-trifluoro-l -hydroxy ethyl, methoxy carbonyl, ethoxy carbonyl, 
amidocarbonyl, N-methylamidocarbonyl, N,N-dimethylamidocarbonyl, cyano, 
and Q b ; 

A is selected from the group consisting of a bond, NH, N(CH 3 ), 
N(OH), CH 2 , CH 3 CH, CF 3 CH, NHC(O), N(CH 3 )QO), C(0)NH, 
C(0)N(CH 3 ), CH 2 CH 2 , CH 2 CH 2 CH 2 , CH 3 CHCH 2 , and CF 3 CHCH 2 ; 

MisNorR^C; 
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R^ is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, hydroxyamino, aminomethyl, 1-aminoethyl, methylamino, 
dimethylamino, cyano, methyl, ethyl, trifluoromethyl, pentafluoroethyl, 
2,2,2- trifluoroethyl, methoxy, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyI, 
methoxyamino, methylthio, ethylthio, trifluoromethoxy, 
1,1,2,2-tetrafIuoroethoxy, fluoro, chloro, and bromo; 

R 2 isZ°-Q; 

Z° is selected from the group consisting of a bond, O, S, NH, N(CH 3 ), 

OCH 2 , SCH 2 , N(H)CH 2 , and N(CH 3 )CH 2 ; 

Q is selected from the group consisting of phenyl, 2-thienyl, 3-thienyl, 

2- furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-imidazolyI, 4-imidazolyl, 

3- pyrazolyl, 4~pyrazolyI, 2-thiazolyl, 3-isoxazolyl, 5-isoxazolyl, 2-pyridyl, 
3-pyridyl, 4-pyridyl, 2-pyrazinyl, 2-pyrimidinyl, 4-pyrimidinyl, 
5-pyrimidinyl, 3-pyridazinyl, 4-pyridazinyl, and 13v5-triazin-2-yl, wherein a 
carbon adjacent to the carbon at the point of attachment of said phenyl or 

heteroaryl ring to Z° is optionally substituted by R^, the other carbon adjacent 

13 

to the carbon at the point of attachment is optionally substituted by R , a 
9 

carbon adjacent to R and two atoms from the carbon at the point of attachment 

10 13 
is optionally substituted by R , a carbon adjacent to R and two atoms from 

12 

the carbon at the point of attachment is optionally substituted by R , and any 

carbon adjacent to both R^ and R^ is optionally substituted by \ with the 

proviso that Q is other than a phenyl when Z° is a bond; 
9 11 13 

R , R , and R are independently selected from the group consisting 

of hydrido, amidino, guanidino, carboxy, methyl, ethyl, propyl, isopropyl, 
methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, N-methylamino, 
N,N-dimethylamino, N-ethylamino, methylthio, ethylthio, isopropylthio, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 

2,2333-pentafluoropropyl, trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, 
chloro, bromo, methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, 
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N,N-dimethylamidosuIfonyl, hydroxy methyl, 1 -hydroxy ethyl, 2-hydroxyethyl, 
2,2,2-trifluoro-l-hydroxyethyl, amidocarbonyl, N-methyiamidocarbonyl, 
N,N-dimethyIamidocarbonyK and cyano; 
10 12 

R and R are independently selected from the group consisting of 

hydrido, amidino, guanidino, carboxy, carboxy methyl, methyl, ethyl, propyl, 
isopropyl, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
methoxyamino, ethoxyamino, acetamido, trifluoroacetamido, aminomethyl, 
1-aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, N-ethylamino, 
methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyl, hydroxy methyl, 1-hydroxyethyl, 2-hydroxyethyl, 
2^2,2-trifluoro-l -hydroxy ethyl, methoxycarbonyl, ethoxycarbonyl, 
amidocarbonyl, N-methyiamidocarbonyl, N,N-dimethylamidocarbonyl, 
N-benzy 1 amidocarbonyl , N-(2-chlorobenzy 1 )ami docarbony 1 , 
N-(3-fluorobenzyl)amidocarbonyl, N-(2-trifluoromethylbenzyl)amidocarbonyI, 
N-( l-pheny!ethyl)amidocarbonyl, N-( 1 -methyl- l-phenylethyl)amidocarbonyl, 
N- benzyl amidosulfonyl , N-(2-chlorobenzyl)amidosulf onyl , 
N-ethylamidocarbonyl, N-isopropylamidocarbonyl, N-propylamidocarbonyl, 
N-isobutylamidocarbonyl, N-(2-butyl)amidocarbonyl, 
N-cyclobutylamidocarbonyl, N-cyclopentylamidocarbonyl, 
N-cyclohexylamidocarbonyl, fluoro, chloro, bromo, cyano, cyclobutoxy, 
cyclohexoxy, cyclohexylmethoxy, 4-trifluoromethycyclohexylmethoxy, 
cyclopentoxy, benzyl, benzyloxy, 4-bromo-3-fluorophenoxy, 

3- bromobenzyloxy, 4- bromo benzyloxy, 4-bromobenzylamino, 
5-bromopyrid-2-ylmethylamino, 4-butoxyphenamino, 3-chlorobenzyl, 

4- chlorophenoxy, 4-chIoro-3-ethyIphenoxy, 4-chloro-3-ethylbenzylamino, 
4-chloro-3-ethylphenylamino, 3-chlorobenzyloxy, 4-chlorobenzyloxy, 
4-chlorobenzylsulfonyl, 4-chlorophenyIamino, 4-chlorophenylsulfonyl, 
Schloropyrid-3-yloxy, 2-cyanopyrid-3-yIoxy, 2,3-difluorobenzyloxy, 

2.4- difluorobenzyloxy, 3,4-difluorobenzyloxy, 2,5-difluorobenzyloxy, 

3.5- difluorophenoxy, 3,5-difluorobenzyloxy, 4-difluoromethoxybenzyloxy, 
23-difluorophenoxy, 2,4-difluorophenoxy, 2,5-difluorophenoxy, 
3,5-dimethylphenoxy, 3,4^dimethylphenoxy, 3,4-dimethylbenzyloxy, 
3,5-dimethylbenzyloxy, 4-ethoxyphenoxy, 4-ethyIbenzyloxy, 3-ethylphenoxy, 
4-ethylaminophenoxy, 3-ethyl-5-methylphenoxy, 4-fluorobenzyloxy, 
2-fluoro-3-trifluoromethylbenzyloxy, 3-fluoro-5-trifluoromethylbenzyloxy, 
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4-fluoro-2-trifluoromethylbenzyioxy, 4-fluoro-3-trifluoromethylbenzyIoxy, 
2-fluorophenoxy, 4-fluorophenoxy, 2-fluoro-3-trifluoromethylphenoxy, 

2- fluorobenzyloxy, 4-fluorophenylamino, 2-fluoro-4-trifluoromethylphenoxy, 
4-isopropylbenzyloxy, 3-isopropylphenoxy, 4-isopropylphenoxy, 
4-isopropyl-3-methylphenoxy, 4-isopropylbenzyloxy, 3-isopropylphenoxy, 
4-isopropylphenoxy, 4-isopropyl-3-methylphenoxy, phenylamino, 
1-phenylethoxy, 2-phenylethoxy, 2-phenylethyl, 2-phenylethylamino, 
phenylsulfonyl, 3-trifluoromethoxybenzyloxy, 4-trifluoromethoxybenzyIoxy, 

3- trifluoromethoxyphenoxy, 4-trifluoromethoxyphenoxy, 
3-trifluoromethylbenzyloxy, 4-triflaoromethylbenzyloxy, 

2.4- bis-trifluoromethylbenzyloxy, 3-trifIuoromethyibenzyl, 

3.5- bis-trifluoromethylbenzyloxy, 4-trifluoromethylphenoxy, 

3- trifluoromethylphenoxy, 3-trifluoromethylthiobenzyloxy, 

4- trifluoromethylthiobenzyloxy, 23,4-trifIuorophenoxy, 23,5-trifluorophenoxy, 
3-pentafluoroethylphenoxy, 3-(l,l,2,2-tetrafluoroethoxy)phenoxy, and 
3-trifluoromethylthiophenoxy; 

Y° is selected from the group consisting of: 
1 -Q b .4-Q S -2-R 16 3-R 17 5-R 18 -6-R 1 Vnzene, 

2- Q b -5-Q S -6-R 17 -4-R 18 -3-R 19 pyridine, 

3- Q b -6-Q S -2-R 16 -5-R l8 -4-R 19 pyridine, 2-Q b -5-Q S -3-R 16 -6-R 18 pyrazine, 
3-Q b -6-Q S -2-R 18 -5-R 18 -4-R 19 pyridazine, 

2- Q b -5-Q S -4-R 17 -6-R 1 8 pyrimidine, 5-Q b -2-Q S -4-R 1 6 -6-R 1 9 pyrimidine, 

3- Q b -5-Q S -4-R 16 -2-R l9 thiophene, 2-Q b -5-Q^3-R 16 -4-R 17 thiophene, 
3-Q b -5-Q S -4-R 16 -2-R 19 furan,2-Q b -5-Q S -3-R 16 -4-R 17 f U ran, 

3- Q b -5-Q S -4-R 16 -2-R 19 pyrroIe, 2-Q b -5-Q S -3-R l6 -4-R 17 pyrrole, 

4- Q b -2-Q S -5-R 19 imidazole, 2-Q b -4-Q S -5-R ^imidazole, 

3-Q b -5-Q S -4-R 16 isoxazole, 5-Q b -3-Q S -4-R 16 isoxazole, 

b s 16 b s 19 

2-Q -5-Q -4-R pyrazole, 4-Q -2-Q -5-R thiazole, and 
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2-Q b -5-Q S -4~R I7 thiazole; 

R^, R 17 , R 1 ^, and R^ are independently selected from the group 

consisting of hydrido, methyl, ethyl, isopropyl, propyl, carboxy, amidino, 
guanidino, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
aminomethyl, 1-aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, 
N-ethylamino, methylthio, ethylthio, isopropylthio, trifluoromethylthio, 
methylsulfinyl, ethylsulfinyl, methylsulfonyl, ethylsulfonyl, trifluoromethyl, 
pentafluoroethyl, 2,2,2-trifluoroethyl, 2,233 3-pentafluoropropyl, 
trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, 
hydroxy methyl, 1-hydroxyethyl, 2-hydroxy ethyl, and cyano; 

16 19 20 21 

R or R is optionally selected from the group consisting of NR R , 

25 23 24 26 25 23 24 1 6 

C(NR )NR R ,andN(R )C(NR )N(R )(R ), with the proviso that R 

19 b 

R , and Q are not simultaneously hydrido; 

b 20 21 

Q is selected from the group consisting of NR R , hydrido, 

?S O^s 94 0f\ 9S 9^ 94 

C(NR )NR R ,andN(R )C(NR )N(R )(R ), with the proviso that no 

20 21 

more than one of R and R is hydroxy at the same time and with the further 

23 24 

proviso that no more than one of R and R is hydroxy at the same time; 

20 21 23 24 25 26 
R , R , R , R , R , and R are independently selected from the 

group consisting of hydrido, methyl, ethyl, propyl, butyl, isopropyl, and hydroxy; 
s 

Q is selected from the group consisting of a bond, CH 2 , and CH 2 CH 2 - 



19. Compound of Claim 18 or a pharmaceutically acceptable salt thereof, 
wherein; 

B is selected from the group consisting of hydrido, ethyl, 2-propenyl, 
2-propynyi, propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl, (S)-2-butyl, tert-butyl, 
isobutyl, l-pentyl, 3-pentyl, 2-methyl butyl, 2,2,2-trifluoroethyl, 
6-amidocarbonylhexyl, 4-methyl-2-pentyl, 3-hydroxypropyl, 
1 -methoxy -2-propyl, 2-methoxyethyl, 2-methyl-2-butyl, 3-methyI-2-butyl, 



328 



2-dimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 2-hydroxyethyl, 

2- amidinoethyl, 2-guanidinoethyl, 3-guanidinopropyl, 4~guanidinobutyI, 

3- hydroxypropyl, 4-hydroxybutyl, 6-cyanohexyl, 2-dimethylaminoethyl, 

3- methylbutyl, 2-methyIbutyl, (S)-2-methylbutyl, 3-aminopropyl, 2-hexyl, and 

4- aminobutyl; 

A is selected from the group consisting of a bond, CH 2 , NHC(O), 
CH 2 CH 2 , CH 2 CH 2 CH 2 , and CH 3 CHCH 2 ; 
Mis Nor R^C; 

R 1 is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, hydroxy amino, aminomethyl, methyl amino, cyano, methyl, 
trifluoromethyl, methoxy, hydroxymethyl, methoxyamino, methylthio, 
trifluoromethoxy, fluoro, and chloro; 

R 2 is Z°-Q; 

Z° is selected from the group consisting of a bond, O, S, NH, N(CH 3 ), 

OCH 2 , and SCH 2 ; 

Q is selected from the group consisting of 
3-amidocarbonyl-5-aminophenyl, 3-amino-5-(N-benzylamidocarbonyl)phenyl, 
3-amino-5-benzy {phenyl, 3-amino-5-(2-phenylethyl)phenyl, 
3-amino-5-ben2ylaminophenyl, 3-amino-5-(2-phenylethylamino)phenyl, 
3-amino-5-benzyloxyphenyl, 3-amino-5-(2-phenylethoxy)phenyl, 
3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(2-trifIuoromethylbenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l-methyl-l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-benzylairridosulfonyl)phenyI, 
3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 
3-amino-5-(N-ethylamidocarbonyl)phenyl, 
3-amino-5-(N-isopropylamidocarbonyl)phenyl, 
3-amino-S(N-propylamidocarbonyl)phenyl, 
3-amino-5-(N-isobutylamidocarbonyl)phenyl, 
3-amino-5-(N-(2-butyl)amidocarbonyl)phenyl, 
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3-amino-5-(N-cyclobutyIamidocarbonyl)phenyI, 
3-amino-S(N-cycIopentylamidocarbonyl)phenyl, 

3-amino-5-(N-cyclohexylamidocarbonyI)phenyI, 5-amino-2-fluorophenyl, 
3-amino-5-hydroxymethylphenyl, 5-amino-3-methoxycarbonylphenyl, 
3-amidinophenyl, 3-amino-2-methylphenyl, 5-amino-2-methylthiophenyl, 
3-aminophenyl, 3-amino-5-(4~trifluoromethyIbenzylamino)phenyl, 
3-amino-S(4-trifluoromethylbenzyloxy)phenyl, 3-carboxyphenyl, 
3-carboxy-5-hydroxyphenyl, 3-amino-5-carboxyphenyl, 3-chlorophenyh 
2-chlorophenyl, 3-cyanophenyl, 3,5-diaminophenyl, 3-dimethylaminophenyl, 

2- fluorophenyl, 3-fluorophenyl, 2-hydroxyphenyl, 3-hydroxyphenyl, 

3- methanesulfonylaminophenyl, 2-methoxy phenyl, 3-methoxyphenyl, 
3-methoxyaminophenyl, 3-methoxycarbonylphenyl, 2-methylaminophenyI, 
3-methyIaminophenyl, 2-methylphenyl, 3-methylphenyl, 4-methylphenyl, 
phenyl, 3-trifluoroacetamidophenyl, 3-trifluoromethylphenyl, 

2- tiifluoromethylphenyI, 5-amino-2-thienyI, 5-amino-3-thienyI, 

3- bromo-2-thienyl, 3-pyridyl, 4-pyridyI, 2-thienyl, and 3-thienyl, with the 
proviso that Q is other than a phenyl or substituted phenyl when Z° is a bond; 

Y° is selected from the group consisting of: 

l.Q b .4-Q S -2-R 16 -3-R 17 5-R 18 -6-R 19 benzene, 

2- Q b -5-Q S -6-R 17 -4-R 18 -3-R 19 pyridine, 

3- Q b -6-Q S ^2-R 16 -5-R 18 4-R 19 pyridine ? 

3<Q b -5-Q S -4-R 16 -2-R 19 thiophene, and 2-Q b -5-Q S -3-R 16 -4-R 17 thiophene; 

16 19 

R and R are independently selected from the group consisting of 

hydrido, amidino, amino, aminornethyl, methoxy, methylamino, hydroxy, 
hydroxymethyl, fluoro, chloro, and cyano; 

R 16 or R 19 is optionally QNR^NR^R 24 with the proviso that R 16 

R , and Q are not simultaneously hydrido; 

17 18 

R and R are independently selected from the group consisting of 
hydrido, fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 
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C-3203 



b 25 23 24 

Q is hydrido or C(NR )NR R ; 

23 24 25 
R ,R ,andR are independently hydrido or methyl; 

Q S isCH 2 . 



5 20. Compound of Claim 17 of the Formula: 




or a pharmaceutically acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, C2-C8 alkyl, C3-C8 
alkenyl, C3-C8 alkynyl, and C2-C8 haloalkyl, wherein each member of group B 
10 is optionally substituted at any carbon up to and including 6 atoms from the 

32 

point of attachment of B to A with one or more of the group consisting of R 

33 34 35 36 
R ,R ,R ,andR ; 

32 33 34 35 J 36 
K , R , R , R , and R are independently selected from the 

group consisting of hydrido, acetamido, haloacetamido, amidino, guanidino, 
15 alkoxy, hydroxy, amino, alkoxyamino, alkylamino, alkylthio, amidosulfonyl, 
alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, carboalkoxy, carboxy, 

carboxamido, cyano, and Q^; 

15 7 

A is a or (CH(R )) pa -(W ) rr wherein rr is 0 or 1, pa is an integer 

7 7 

selected from 0 through 3, and W is N(R ); 



20 R is hydrido or alkyl ; 

15. 

R is selected from the group consisting of hydrido, halo, alkyl, and 
haloalkyl; 
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MisNorR l -C; 

is selected from the group consisting of hydrido, hydroxy, 
hydroxyamino, amidino, amino, cyano, hydroxyalkyl, alkoxy, alkyl, alkylamino, 
aminoalkyl, alkylthio, alkoxyamino, haloalkyl, haloalkoxy, and halo; 

R 2 is Z°-Q; 

Z° is a bond or W°-(CH2)p wherein p is 0 or 1 and W° is selected 

from the group consisting of O, S, and N(H); 

Q is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 
adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

o 9 
ring to Z is optionally substituted by R , the other carbon adjacent to the 

13 

carbon at the point of attachment is optionally substituted by R , a carbon 
9 

adjacent to R and two atoms from the carbon at the point of attachment is 

optionally substituted by R^, a carbon adjacent to R^ and two atoms from the 

12 

carbon at the point of attachment is optionally substituted by R , and any 

carbon adjacent to both R^ and is optionally substituted by \ with the 

proviso that Q is other than a phenyl when Z° is a bond; 

9 11 13 

R , R , and R are independently selected from the group consisting 

of hydrido, hydroxy, amino, amidino, guanidino, alkylamino, alkylthio, alkoxy, 
alkylsulfinyl, alkylsulfonyl, amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, carboxy, carboxamido, and cyano; 

10 12 

R and R are independently selected from the group consisting of 

hydrido, acetamido, haloacetamido, amidino, guanidino, alkyl, alkoxy, 
alkoxyamino, hydroxy, amino, alkylamino, alkylsulfonamido, amidosulfonyl, 
hydroxyalkyl, aminoalkyl, halo, haloalkyl, carboalkoxy, carboxy, carboxamido, 
carboxyalkyl, and cyano; 

Y° is phenyl or a heteroaryl of 5 or 6 ring members, wherein one carbon 

s 

of said phenyl or said heteroaryl is substituted by Q , a carbon two or three 
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s 

contiguous atoms from the point of attachment of Q to the phenyl or 

b 

heteroaryl ring is substituted by Q , a carbon adjacent to the point of 

s 17 
attachment of Q is optionally substituted by R , another carbon adjacent to 

s 18 
the point of attachment of Q is optionally substituted by R , a carbon 

b 16 
adjacent to Q is optionally substituted by R , and another carbon adjacent to 

b 19 
Q is optionally substituted by R ; 

16 17 18 19 . J 

R , R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, 
haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and 
cyano; 

16 19 20 21 

R or R is optionally selected from the group consisting of NR R , 

NCR^CCNR^NCR^XR 24 ), and QNR^NR^R 24 , with the proviso that R 16 
19 b 

R , and Q are not simultaneously hydrido; 

b 20 21 

Q is selected from the group consisting of NR R , hydrido, 

N(R 26 )C(NR 25 )N(R 23 )(R 24 ), and C(NR 25 )NR 23 R 24 ; 

20 21 23 24 25 26 
R , R , R , R , R , and R are independently selected from the 

group consisting of hydrido and alkyl; 

Q S isCH 2 . 



21. Compound of Claim 20 or a pharmaceutically acceptable salt thereof, 
wherein; 

B is selected from the group consisting of hydrido, ethyl, 2-propenyl, 

2- propynyl, propyl, isopropyl, butyl, 2-butenyl, 2-butynyl, sec-butyl, re/t-butyl, 
isobutyl, 2-methylpropenyl, 1-pentyl, 2-pentenyl, 3-pentenyl, 2-pentynyl, 

3- pentynyl, 2-pentyl, 3-pentyl, 2-methylbutyl, 2-methyl-2-butenyl, 
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3- methylbutyl, 3-methyl-2-butenyl, 1-hexyl, 2-hexenyl, 3-hexenyl, 4-hexenyl, 
2-hexynyl, 3-hexynyI, 4-hexynyI, 2-hexyl, l-methyl-2-pentenyl, 
l-methyl-3-pentenyl, l-methyl-2-pentynyl, l-methyl-3-pentynyl, 3-hexyI, 

1- ethyl-2-butenyi, 1-heptyl, 2-heptenyl, 3-heptenyl, 4-heptenyl, 5-heptenyl, 

2- heptynyl, 3-heptynyI, 4-heptynyl, 5-heptynyl, 2-heptyl, l-methyl-2-hexenyl, 
l-methyl-3-hexenyl, l-methyl-4-hexenyl, l-methyl-2-hexynyl, 
l-methyl-3-hexynyl, l-methyl-4-hexynyl, 3-heptyl, l-ethyl-2-pentenyl, 
l-ethyl-3-pentenyI, l-ethyl-2-pentynyl, l-ethyl-3-pentynyI, 2,2,2-trifluoroethyl, 
2,2-difluoropropyl, 4-trifluoromethyl-5,5,5-trifluoropentyl, 

4- trifluoromethyIpentyl, 5,5,6,6,6-pentafluorohexyl, and 3,33-trifluoropropyl, 
wherein each member of group B is optionally substituted at any carbon up to 
and including 5 atoms from the point of attachment of B to A with one or more 

. . 32 33 34 35 36 

of the group consisting of R , R , R , R , and R ; 

32 33 34 35 36 
R , R , R , R , and R are independently selected from the 

group consisting of hydrido, amidino, guanidino, methyl, ethyl, methoxy, 
ethoxy, hydroxy, amino, N-methylamino, dimethylamino, methoxyamino, 
methyl thio, ethylthio, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyI, 
fluoro, chloro, bromo, amidosulfonyl, N-methylamidosulfonyl, hydroxymethyl, 

amidocarbonyl, carboxy, cyano, and Q^; 

A is selected from the group consisting of a bond, NH, N(CH 3 ), CH 2 , 
CH 3 CH, and CH 2 CH 2 ; 

A is optionally selected from the group consisting of CH 2 N(CH 3 ), 

CH 2 N(CH 2 CH 3 ), CH 2 CH 2 N(CH 3 ), and CH 2 CH 2 N(CH 2 CH 3 ) with the 
proviso that B is hydrido; 

M is selected from the group consisting of N and R*-C; 

R 1 is selected from the group consisting of hydrido, hydroxy, 
hydroxymethyl, amino, aminomethyl, methylamino, cyano, methyl, 
trifluoromethyl, methoxy, methylthio, trifluoromethoxy, fluoro, and chloro; 

R 2 is Z°-Q; 
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Z° is selected from the group consisting of a bond, O, S, NH, OCH2, 

SCH 2 ,and N(H)CH 2 ; 

Q is selected from the group consisting of phenyl, 2-thienyl, 2-furyl, 
2-pyrrolyl, 2-imidazolyl, 2-thiazolyl, 3-isoxazolyl, 2-pyridyl, and 3-pyridyl, 
wherein a carbon adjacent to the carbon at the point of attachment of said 

0 9 
phenyl or heteroaryl ring to Z is optionally substituted by R , the other carbon 

adjacent to the carbon at the point of attachment is optionally substituted by 

13 9 
R , a carbon adjacent to R and two atoms from the carbon at the point of 

auactanen, ,s optional subst.en.cd by R 10 a carton adjacent «o R 13 and t wo 

atoms from the carbon at the point of attachment is optionally substituted by 

12 10 12 

R , and any carbon adjacent to both R and R is optionally substituted by 

\ with the proviso that Q is other than a phenyl when Z° is a bond; 

9 11 13 

R , R , and R are independently selected from the group consisting 

of hydrido, methyl, ethyl, methoxy, ethoxy, hydroxy, amino, N-methylamino, 
NJV-dimethylamino, methylthio, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyI, fluoro, chloro, bromo, amidosulfonyl, 
N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxymethyl, 
1-hydroxyethyl, amidocarbonyl, N-methylamidocarbonyl, carboxy, and cyano; 

10 12 . J J fl ... 
R and R are independently selected from the group consisting of 

hydrido, amidino, amidocarbonyl, N-methylarnidocarbonyl, 
N-benzylamidocarbonyl, N-(2-chlorobenzyl)amidocarbonyl, 
N~(3-fluorobenzyl)amidocarbonyl, N-(2-trifluoromethylbenzyl)amidocarbonyl, 
N-( l-phenylethyl)amidocarbonyl, N-( 1-methyl- l-phenylethyl)amidocarbonyl, 
N-benzylamidosulfonyl, N-(2-chlorobenzyl)amidosulfonyl, 
N-ethylamidocarbonyl, N-isopropylamidocarbonyl, N-propylamidocarbonyl, 
N-isobutylamidocarbonyl, N-(2-butyl)amidocarbonyl, 
N-cyclobutylamidocarbonyl, N-cyclopentylamidocarbonyl, 
N-cyclohexylamidocarbonyl, guanidino, methyl, ethyl, methoxy, ethoxy, 
hydroxy, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, carboxy, 
carboxymethyl, amino, acetamido, trifluoromethyl, pentafluoroethyl, 



2,2,2-trifluoroethyl, trifluoroacetamido, aminomethyl, N-methylamino, 
dimethylamino, methoxyamino, amidosulfonyl, N-rnethylamidosulfonyl, 
N^-dimethylamidosulfonyl, methanesulfonamido, methoxycarbonyl, fluoro, 
chloro, bromo, and cyano; 

Y° is selected from the group consisting of: 
1 -Q b -4-Q S -2-R l6 -3-R 1 ? -5-R 1 8 -6-R 1 Vnzene, 

2- Q b -5-Q S -6-R 17 -4-R l8 -4-R l9 pyridine, 2-Q b -5-Q S ~3-R 16 -4-R 17 thiophene, 

3- Q b -6-Q S -2-R 16 -5-R 18 -4-R%yridm^^ 

3 -Q b -5-Q S -4-R 1 6 -2-R 1 9 f uran, 2-Q b -5-Q S -3-R 1 6 -4-R 1 ? furan, 

3- Q b -5-Q S -4-R 16 >2-R l9 pyrrole, 2-Q b -5-Q S -3-R 16 -4-R 1? pyrrole, 

4- Q b -2-Q S -5-R 19 thiazole, and 2-Q b -5-Q S -4-R 17 thiazole; 

16 17 18 19 
R , R , R , and R are independently selected from the group 

consisting of hydrido, methyl, ethyl, amidino, guanidino, methoxy, hydroxy, 

amino, aminomethyl, 1-aminoethyl, 2-aminoethyl, N-methylamino, 

dimethylamino, methylthio, ethylthio, trifluoromethylthio, methylsulfinyl, 

methylsulfonyl, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 

trifluoromethoxy, fluoro, chloro, hydroxymethyl, carboxy, and cyano; 

b 20 21 

Q is selected from the group consisting of NR R , 

C(NR 25 )NR 2 V 4 and N(R 26 )C(NR 25 )N(R 23 )(R 24 ); 

20 21 23 24 25 26 
R , R , R , R , R , and R are independently selected from the 

group consisting of hydrido, methyl, and ethyl; 

Q S isCH 2 . 



22. Compound of Claim 21 or a pharmaceutically acceptable salt thereof, 
wherein; 

B is selected from the group consisting of hydrido,ethyl, 2-propenyl, 2- 
propynyl, propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl,(S)-2-butyl, rer/-butyl, 
isobutyl, 1-pentyl, 3-pentyl, 2-methyIbutyl, 2,2,2-trifluoroethyl, 6- 



amidocarbonylhexyl, 4-methyI-2-pentyl, 3-hydroxypropyl, 3-methoxy-2- 
propyl, 2-methoxy ethyl, 2-methyl-2-butyl, 3-methyl-2-butyI, 2- 
dimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 2-hydroxy ethyl, 2- 
amidinoethyl, 2-guanidinoethyl, 3-guanidinopropyI, 4-guanidinobutyl, 3- 
hydroxypropyl, 4-hydroxybutyl, 6-cyanohexyl, 2-dimethylaminoethyl, 3- 
methylbutyl, 2-methylbutyl, (S)-2-methylbutyI, 3-aminopropyl, 2-hexyl, and 4- 
aminobutyl; 

A is selected from the group consisting of a bond, CFTi, CH3CH, and 
CH2CH2; 

M is selected from the group consisting of N and R*-C; 

R^" is selected from the group consisting of hydrido, hydroxy, 
hydroxyrnethyl, amino, aminomethyl, cyano, methyl, trifluoromethyl, and 
fluoro; 

R 2 is Z°-Q; 

Z° is selected from the group consisting of a bond, O, S, NH, and 

OCH 2 ; 

Q is selected from the group consisting of 
3-amidocarbonyl-5-aminophenyl, 3-amidocarbonyl-5-aminophenyl, 
3-amino-5-(N-benzylamidocarbonyl)phenyl, 
3-amino-5-(N>(2-chlorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l -methyl- l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5~(N-benzylamidosulfonyl)phenyl, 
3-amino-5-(N-(2-chlorobenzyl)amidosulfonyI)phenyl, 
3-amino-5-(N-ethylamidocarbonyl)phenyl, 
3-amino-5-(N-isopropylamidocarbonyl)phenyl, 
3-amino-5-(N-propylamidocarbonyl)phenyl, 
3-amino-5-(N-isobutylamidocarbonyl)phenyI, 
3-amino-5-(N-(2-butyl)amidocarbonyl)phenyl, 
3-amino-5-(N-cyclobutylamidocarbonyl)phenyI, 
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3-amino-S(N-cyclopentylamidocarbonyl)phenyl, 

3-amino-5-(N-cycIohexyIamidocarbonyl)phenyl, 5-amino-2-fluorophenyl, 
3-arruno-Shydroxymethylphenyl, 5-amino-3-methoxycarbonyIphenyl, 
3-amidinophenyI, 3-amino-2-methylphenyl, 5-amino-2-methyIthiophenyl, 
3-aminophenyl, 3 -carboxy phenyl, 3-carboxy-5-aminophenyl, 
3-carboxy-5-hydroxypheny I, 3-carboxymethyl-5-aminophenyI , 
3-carboxymethyl-5-hydroxy phenyl, 3 -carboxy methylphenyl, 3-chlorophenyl, 
2-chlorophenyI, 3-cyanophenyI, 3,5-diaminophenyl, 3-dimethylaminophenyl, 

2- fluorophenyl, 3-fluorophenyl, 2,5-difluorophenyl, 2-hydroxyphenyl, 

3- hydroxyphenyl, 3-methanesulfonylaminophenyl, 2-methoxyphenyl, 

3- methoxyphenyl, 3-methoxyaminophenyl, 3-methoxycarbonylphenyl, 
2-methylaminophenyl, 3-methylaminophenyl, 2-methyIphenyl, 3-methylphenyl, 

4- methyl phenyl, phenyl, 3-trifluoroacetamidophenyl, 3-trifluoromethylphenyl, 

2- trifluoromethylphenyl, 5-amino-2-thienyL 5-amino-3-thienyl, 

3- bromo-2-thienyl, 3-pyridyl, 4-pyridyl, 2-thienyl, and 3-thienyl, with the 

proviso that Q is other than a phenyl or a substituted phenyl when Z° is a bond; 
Y° is selected from the group consisting of: 

1- Q _4^Q _2-R -3-R -5-R -6-R benzene, 

^ b ^ s r-1 7 . 19 . 

2- Q -5-Q -6-R -4-R -3-R pyridine, 

3 -Q b -6-Q S -2-R 1 6 -5-R 1 8 -4~R 1 pyridine, 

3- Q b -5-Q S -4-R 16 -2-R 19 thiophene, and 2-Q b -5-Q S -3-R 16 -4-R 17 thiophene; 

16 19 

R and R are independently selected from the group consisting of 

hydrido, amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 
hydroxymethyl, fluoro, chloro, and cyano; 

17 18 

R and R are independently selected from the group consisting of 
hydrido, fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 
Q b is QNR^NR^R 24 ; 
23 24 25 

R , R , and R are independently selected from the group consisting of 
hydrido and methyl; 
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Q s isCH 2 . 



23. Compound of Claim 22 or a pharmaceutically acceptable salt thereof, 
wherein; 

B is selected from the group consisting of hydrido, ethyl, 2-propenyl, 
2-propynyl, propyl, isopropyl, butyl, 2-butyI, (R)-2-butyl, (S)-2-butyl, tert-butyl, 
isobutyl, l-pentyl,3-pentyl, 2-methylbutyl, 2,2,2-trifluoroethyl, 
6-amidocarbonylhexyl, 4-methyI-2~pentyl, 3-hydroxypropyl, 

1- methoxy-2-propyI, 2-methoxyethyI, 2-methyl-2-butyl, 3-methyl-2-butyl, 

2- dimethylaminopropyl, 2-cyanoetfiyl, 6-hydroxyhexyl, 2-hydroxyethyl, 

2- amidinoethyl, 2-guanidinoethyl, 3-guanidinopropyl, 4-guanidinobutyl, 

3- hydroxypropyl, 4-hydroxybutyl, 6-cyanohexyl, 2-dimethylaminoethyI, 

3 -methyl butyl, 2-methylbutyl, (S)-2-methylbutyl, 3-aminopropyl, 2-hexyl, and 
4~aminobutyl; 

A is selected from the group consisting of a bond, CH2, CH3CH, and 
CH 2 CH 2 ; 

M is selected from the group consisting of N and R*-C; 

R^ is selected from the group consisting of hydrido, hydroxy, 
hydroxymethyl, amino, aminomethyl, cyano, methyl, trifluoromethyl, and 
fluoro; 

R 2 is Z°-Q; 

Z° is selected from the group consisting of a bond, O, and S, NH; 

Q is selected from the group consisting of 
3-amidocarbonyl-5-aminophenyl, 3-amino-5-(N-benzylamidocarbonyI)phenyl, 
3-amino-5-(N-(2-cWorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-( 1 -phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l-methyl-l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-benzylamidosulfonyl)phenyl, 
3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 
3-amino-5-(N-ethylamidocarbonyl)phenyl, 
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3-amino-5-(N-isopropylamidocarbonyl)phenyl, 
3-amino-5-(N-propyIamidocarbonyI)phenyl, 
3-amino-5-(N-isobutyIamidocarbonyI)phenyI, 
3-amino-5-(N-(2-butyI)amidocarbonyl)phenyi, 
3-amino-S(N-cyclobutylamidocarbonyl)phenyl, 
3-amino-5-(N-cyclopentylamidocarbonyl)phenyl, 
3-ajrtino-5-(N-cyclohexylamidocarbonyl)phenyl, 3-aminophenyi, 
3-carboxy-5-aminophenyl, 3-chlorophenyl, 3,5-diaminophenyl, 
3-dimethylaminophenyl, 3-hydroxyphenyl, 3-methanesulfonylaminophenyl, 
3-methylaminophenyl, 2-methylphenyl, 3-methylphenyl, phenyl, 

3- trifIuoroacetamidophenyl, 3-bromo-2-thienyl, 2-thienyl, and3-thienyl, with 
the proviso that Q is other than a phenyl or a substituted phenyl when Z° is a 
bond; 

Y° is selected from the group consisting of Samidino-2-thienylmethyl, 

4- amidinobenzyl, 2-fluoro-4-amidinobenzyI, and 3-fluoro-4-amidinobenzyl. 

24. Compound of Claim 17 where said compound is selected from the group of 
the Formula: 




or a pharmaceutically acceptable salt thereof, wherein: 

2 0 
R is 3-aminophenoxy, B is 2,2,2-trifluoroethyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

2 0 
R is 3-aminophenoxy, B is (S)-2-butyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

2 • - • 0 

R is 5-amino-2-f!uorophenoxy, B is isopropyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 
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R 2 is 2-methyl-3-aminophenoxy, B is isopropyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CH; 

R 2 is 3-aminophenoxy, B is ethyl, A is single bond, Y° is 4-amidinobenzyl, 
and M is CH; 

5 R 2 is 3-aminophenoxy, B is ethyl, A is single bond, Y° is 4-amidino-2- 

fluorobenzyl, and M is CH; 

9 0 . 

R z is 3-aminophenoxy, B is 2-propenyl, A is single bond, Y is 4- 
amidinobenzyl, and M is CH; 

9 0 

R z is 3-aminophenoxy, B is isopropyl, A is single bond, Y is 4-amidino-2- 
1 0 fluorobenzyl, and M is CH; 

9 0 

R^ is 3-aminophenoxy, B is isopropyl, A is single bond, Y is 4- 
amidi no benzyl, and M is CH; 

9 0 

R z is 3-aminophenoxy, B is 2-butyl, A is single bond, Y is 4- 
amidinobenzyl, and M is CH; 

9 0 

15 R z is 3-aminophenoxy, B is (R)-2-butyI, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

9 0 

R^ is 3-aminophenoxy, B is 2-propynyl, A is single bond, Y is 4- 
amidinobenzyl, and M is CH; 

9 0 • 

R^ is 3-aminophenoxy, B is 3-pentyl, A is single bond, Y is 4- 
2 0 amidinobenzyl, and M is CH; 

R 2 is 3-aminophenoxy, B is hydrido, A is CH 2 , Y° is 4-amidinobenzyl and 
M is CH; 

R 2 is 3-aminophenoxy, B is ethyl, A is CH 2 , Y° is 4-amidinobenzyl, and M 

isCH; 

9 0 

25 R z is 3-aminophenoxy, B is 2-methypropyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

9 0 

R z is 3-aminophenoxy, B is 2-propyl, A is CH 3 CH, Y is 4-amidinobenzyl, 
and M is CH; 
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R is 3-aminophenoxy, B is propyl, A is single bond, Y is 4-amidino-2- 

fluorobenzyl, and M is CH; 

2 0 
R is 3-aminophenoxy, B is 6-amidocarbonylhexyL A is single bond, Y is 

4-amidinobenzyl, and M is CH; 

R is 3-aminophenoxy, B is tert-butyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

2 0 
R is 3-aminophenoxy, B is tert-butyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

2 0 
R is 3-aminophenoxy, B is 3-hydroxy propyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

2 0 
R is 3-aminophenoxy, B is 2- methyl propyl, A is single bond, Y is 4- 

amidino-2-fluorobenzyl, and M is CH; 

2 0 
R is 3-aminophenoxy, B is butyl, A is single bond, Y is 4-amidinobenzyl, 

and M is CH; 

2 0 
R is 3-aminophenoxy, B is l-methoxy-2-propyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

2 0 
R is 3-aminophenoxy, B is 2-methoxyethyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

2 0 
R is 3-aminophenoxy, B is 2-propyI, A is single bond, Y is 5-amidino-2- 

thienylmethyl, and M is CH; 

2 0 
R is 3-aminophenoxy, B is 2-propyl, A is single bond, Y is 4-amidino-3- 

fluorobenzyl, and M is CH; 

2 0 
R is 3-carboxyphenoxy, B is 2-propyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

2 0 
R^ is 3-aminophenoxy, B is 2-propyl, A is single bond, Y is 4-amidino-3- 

fluorobenzyl, and M is CH; 
2 

R is 3-amino-5-carboxy-2-thienyl, B is 2,2,2-trifluoroethyl, A is single 
bond, Y° is 4-amidinobenzyl, and M is CH; 
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is 3-amino-5-carboxy-2-thienyl, B is (S)-2-butyI, A is single bond, Y is 

4-amidinobenzyl, and M is CH; 
2 

is 5-amino-4-fluoro-3-carboxy-2-thienyl, B is isopropyl, A is single 
bond, Y° is 4-amidinobenzyl, and M is CH; 
2 

R* is4-methyI-3-amino-5-carboxy-2-thienyl, B is isopropyl, A is single 

bond, Y° is 4-amidinobenzyl, and M is CH; 

2 0 
R is 3-amino-5-carboxy-2-thienyl, B is ethyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

R^ is 3-amino-5-carboxy-2-thienyl, B is ethyl, A is single bond, Y is 4- 

amidino-2-fluorobenzyl, and M is CH; 

2 0 
R is 3-amino-5-carboxy-2-thienyl, B is 2-propenyl, A is single bond, Y is 

4-amidinobenzyl, and M is CH; 

2 • 0 
R is 3-amino-5-carboxy-2-thienyl, B is isopropyl, A is single bond, Y is 

4-amidino-2-fluorobenzyl, and M is CH; 

2 o 
R is 3-amino-5-carboxy-2-thienyl, B is isopropyl, A is single bond, Y is 

4-amidinobenzyl, and M is CH; 

2 0 
R is 3-amino-5-carboxy-2-thienyl, B is 2-butyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

2 0 
R is 3-amino-5-carboxy-2~thienyl, B is (R)-2-butyl, A is single bond, Y is 

4-amidinobenzyl, and M is CH; 

2 0 
R is 3-amino-5-carboxy-2-thienyl, B is 2-propynyl, A is single bond, Y is 

4-amidinobenzyl, and M is CH; 

2 0 
R is 3-amino-5-carboxy-2-thienyl, B is 3-pentyI, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

2 o 
R is 3-amino-5-carboxy-2-thienyl, B is hydrido, A is CH2, Y is 4- 

amidinobenzyl, and M is CH; 

2 0 
R is 3-amino-5-carboxy-2-thienyl, B is ethyl, A is CH 2 , Y is 4- 

amidinobenzyl, and M is CH; 
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R z is 3-amino-5-carboxy-2-thienyl, B is 2-methypropyI, A is single bond, 
Y° is 4-amidinobenzyl, and M is CH; 

is 3-amino-5-carboxy-2-thienyl, B is 2-propyl, A is CH3CH, Y is 4- 

amidinobenzyl, and M is CH; 

2 0 
R^ is 3-amino-5-carboxy-2-thienyl, B is propyl, A is single bond, Y is 4- 

amidino-2-fluorobenzyI, and M is CH; 
2 

R is 3-amino-5-carboxy-2-thienyl, B is 6-amidocarbonylhexyl, A is single 

bond, Y° is 4-amidinobenzyl, and M is CH; 

2 0 
R is 3-amino-5-carboxy-2-thienyl, B is tert-butyl, A is single bond, Y is 

4-amidinobenzyl, and M is CH; 

2 0 
R is 3-amino-5-carboxy-2-thienyI, B is tert-butyl, A is single bond, Y is 

4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-carboxy-2-thienyl, B is 3-hydroxypropyl, A is single bond, 

Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-carboxy-2-thienyl, B is 2-methyl propyl, A is single bond, 

Y° is 4-amidino-2-fluorobenzyl, and M is CH; 

2 0 
R is 3-amino-5-carboxy-2-thienyl, B is butyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-carboxy-2-thienyl, B is l-methoxy-2-propyl, A is single 
bond, Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-carboxy-2-thienyl, B is 2-methoxyethyl, A is single bond, 

Y° is 4-amidinobenzyl, and M is CH; 

2 0 
R is 3-amino-5-carboxy-2-thienyl, B is 2-propyl, A is single bond, Y is 5- 

amidino-2-thienylmethyl, and M is CH; 

2 0 
R is 3-amino-5-carboxy-2-thienyl, B is 2-propyl, A is single bond, Y is 4- 

amidino-3-fluorobenzyl, and M is CH; 

2 0 
R is 3-carboxy-5-carboxy-2-thienyl, B is 2-propyl, A is single bond, Y is 

4-amidinobenzyl, and M is CH; 
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R is 3-amino-5-carboxy-2-thienyl, B is 2-propyl, A is single bond, Y is 4- 

amidino-3-fluorobenzyl, and M is CH; 
2 

is 3-amino-5-carboxyphenylthio, B is 2,2,2-trifluoroethyl, A is single 

bond, Y° is 4-amidinobenzyK and M is CH; 

2 0 
R is 3-amino-5-carboxyphenylthio, B is (S)-2-butyl, A is single bond, Y 

is 4-amidinobenzyl, and M is CH; 
2 

R is 5-amino-2-fluoroo-carboxyphenylthio, B is isopropyl, A is single 

bond, Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 2-methyl-3-amino-5-carboxyphenylthio, B is isopropyl, A is single 

bond, Y° is 4-amidinobenzyl, and M is CH; 

2 0 
R is 3-amino-5-carboxyphenylthio, B is ethyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

2 0 
R is 3-amino-S-carboxyphenyIthio, B is ethyl, A is single bond, Y is 4- 

amidino-2-fluorobenzyl, and M is CH; 

2 0 
R is 3-amino-5-carboxyphenylthio, B is 2-propenyl, A is single bond, Y 

is 4-amidinobenzyl, and M is CH; 

2 0 
R is 3-amino-5-carboxyphenylthio, B is isopropyl, A is single bond, Y is 

4- amidino-2-fluoro benzyl, and M is CH; 

2 0 
R is 3-amino-5-carboxyphenylthio, B is isopropyl, A is single bond, Y is 

4~ amidino benzyl, and M is CH; 

2 0 
R is 3-anuno-5-carboxyphenylthio, B is 2-butyI, A is single bond, Y is 4- 

arnidinobenzyl, and M is CH; 

2 0 
R is 3-amino-Scarboxyphenylthio, B is (R)-2-butyl, A is single bond, Y 

is 4-amidinobenzyl, and M is CH; 

2 0 
R is 3-amino-5-carboxyphenylthio, B is 2-propynyl, A is single bond, Y 

is 4-amidinobenzyl, and M is CH; 

2 0 
R is 3-amino-Scarboxyphenylthio, B is 3-pentyl, A is single bond, Y is 

4-amidinobenzyl, and M is CH; 



R is 3-amino-5-carboxyphenyIthio, B is hydrido, A is CH-?, Y is 4- 

amidinobenzyl, and M is CH; 

2 0 
R is 3-amino-5-carboxyphenylthio, B is ethyl, A is CH 2 , Y is 4- 

amidinobenzyi, and M is CH; 
2 

R is 3-amino-5-carboxyphenyIthio, B is 2- methy propyl, A is single bond, 

Y° is 4-amidinobenzyl, and M is CH; 

2 0 
R is 3-amino-5-carboxyphenylthio, B is 2-propyl, A is CH 3 CH, Y is 4- 

amidinobenzyl, and M is CH; 

R 2 is 3-amino-5-carboxyphenylthio, B is propyl, A is single bond, Y° is 4- 
amidino-2-fluorobenzyl, and M is CH; 

R is 3-amino-5-carboxyphenylthio, B is 6-amidocarbonylhexyl, A is singl 
bond, Y° is 4-amidinobenzyl, and M is CH; 

R 2 is 3-amino-5-carboxyphenylthio, B is tert-butyl, A is single bond, Y° is 
4-amidinobenzyl, and M is CH; 

R 2 is 3-amino-5-carboxyphenylthio, B is tert-butyl, A is single bond, Y° is 
4-amidinobenzyl, and M is CH; 

R is 3-amino-5-carboxyphenylthio, B is 3-hydroxy propyl, A is single 
bond, Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-carboxyphenylthio, B is 2-methyIpropyl, A is single bond, 
Y° is 4-amidino-2-fluorobenzyl, and M is CH; 

R 2 is 3-amino-5-carboxyphenylthio, B is butyl, A is single bond, Y° is 4- 

amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-carboxyphenylthio, B is l-methoxy-2-propyl, A is single 
bond, Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-carboxyphenylthio, B is 2-methoxyethyl, A is single bond, 
Y° is 4-amidinobenzyl, and M is CH; 

R 2 is 3-amino-5-carboxyphenylthio, B is 2-propyl, A is single bond, Y° is 
Samidino-2-thienylmethyl, and M is CH; 
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R is 3-amino-5-carboxyphenylthio, B is 2-propyl, A is single bond, Y° is 
4-amidino-3-fluorobenzyl, and M is CH; 

R is 3-carboxy-5-carboxyphenyIthio, B is 2-propyl, A is single bond, Y° 
4-amidinobenzyl, and M is CH; 

R is 3-amino-5-carboxyphenylthio, B is 2-propyL A is single bond, Y° is 
4-amidino-3-fluorobenzyl, and M is CH; 
2 

R is 3-amidocarbonyl-5-aminophenoxy, B is 2-propyl, A is single bond, 
Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenoxy, B is 2-propyl, A is 
single bond, Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-(N-(2-chlorobenzyI)amidocarbonyl)phenoxy, B is 2- 
propyl, A is single bond, Y° is 4-amidinobenzyl, and M is CH; 

R is 3-amino-5-(N-(2-chlorobenzyl)amidosuIfonyl)phenoxy, B is 2- 
propyl, A is single bond, Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)- phenoxy, B 
is 2-propyl, A is single bond, Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3,5-diaminophenoxy, B is 2-propyl, A is single bond, Y° is 4- 

amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-carboxyphenoxy, B is 2-propyl, A is single bond, Y° is 4- 

amidinobenzyl, and M is CH; 
2 

R is 3-amidocarbonyl-5-aminophenoxy, B is 2-propyl, A is single bond, 
Y° is 4-amidinobenzyl, and M is CC1; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenoxy, B is 2-propyl, A is 
single bond, Y° is 4-amidinobenzyl, and M is CC1; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenoxy, B is 2- 
propyl, A is single bond, Y° is 4-amidinobenzyl, and M is CC1; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenoxy, B is 2- 
propyl, A is single bond, Y° is 4-amidinobenzyl, and M is CC1; 
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R is 3-arnino-5-(N-(2-trinuoromethylbenzyl)amidocarbonyl)phenoxy, B is 

2-propyl, A is single bond, Y° is 4-amidinobenzyl, and M is CC1; 

2 0 
R is 3,5-diaminophenoxy, B is 2-propyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CC1; 

2 0 
R is 3-amino-5-carboxyphenoxy, B is 2-propyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CCI; 
2 

R is 3-amidocarbonyl-5-amino-2-thienyl, B is 2-propyl, A is single bond, 

Y° is 4~amidinobenzyl, and M is CGI; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)-2-thienyl, B is 2-propyl, A is 

single bond, Y° is 4-amidinobenzyl, and M is CCI; 
2 

R is 3-amino-5-(N-(2-chIorobenzyl)amidocarbonyl)-2-thienyl, B is 2- 

propyl, A is single bond, Y° is 4-amidinobenzyl, and M is CCI; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)-2-thienyl, B is 2- 

propyU A is single bond, Y° is 4-amidinobenzyl, and M is CCI; 
2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-2-thienyl, B 
is 2-propyl, A is single bond, Y° is 4-amidinobenzyl, and M is CCI; 

2 0 
R is 3,5-diamino-2-thienyl, B is 2-propyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CCI; 

2 0 
R is 3-amino-5-carboxy-2-thienyl, B is 2-propyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CCI; 
2 

R is 3-amidocarbonyl-5-amino-2-thienyl, B is 2-propyl, A is single bond, 

Y° is 4^amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)-2-thienyl, B is 2-propyl, A is 

single bond, Y° is 4~amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)-2-thienyl, B is 2- 
propyl, A is single bond, Y° is 4-amidinobenzyl, and M is CH; 

9 

R is 3-amino-5-(N-(2-chJorobenzyl)amidosulfonyl)-2-thienyl, B is 2- 
propyl, A is single bond, Y° is 4-amidinobenzyl, and M is CH; 
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R is 3-amino-5-(N-(2-trinuoromethylbenzyI)amidocarbonyI)~2-thienyI, B 
is 2-propyl, A is single bond, Y° is 4-amidinobenzyl, and M is CH; 

R 2 is 3,5-diamino-2-thienyl, B is 2-propyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CH; 

R 2 is 3-amino-5-carboxy-2-thienyl, B is 2-propyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CH; 

R is 3-amidocarbonyl-Saminophenylthio, B is 2-propyl, A is single bond, 
Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenylthio, B is 2-propyl, A is 
single bond, Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenylthio, B is 2- 
propyl, A is single bond, Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenylthio, B is 2- 
propyl, A is single bond, Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenylthio, B 
is 2-propyl, A is single bond, Y° is 4-amidinobenzyl, and M is CH; 

R 2 is 3,5-diaminophenylthio, B is 2-propyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CH; 

R 2 is 3-amino-5-carboxyphenylthio, B is 2-propyl, A is single bond, Y° is 
4-amidinobenzyl, and M is CH; 
2 

R is 3-amidocarbonyl-5-aminophenylthio, B is 2-propyl, A is single bond, 
Y° is 4-amidinobenzyl, and M is CC1; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenylthio, B is 2-propyl, A is 
single bond, Y° is 4-amidinobenzyl, and M is CC1; 
2 

R is 3-amino-5-(N-(2-chlorobenzyI)amidocarbonyl)phenylthio, B is 2- 
propyl, A is single bond, Y° is 4-amidinobenzyl, and M is CC1; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidosuIfonyl)phenylthio, B is 2- 
propyl, A is single bond, Y° is 4-amidinobenzyl, and M is CC1; 
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2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyI)phenyIthio, B 

is 2-propyl, A is single bond, Y° is 4-amidinobenzyl, and M is CC1; 

2 0 
R is 3,5-diaminophenylthio, B is 2-propyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CC1; 

2 0 
R is 3-amino-5-carboxyphenyIthio, B is 2-propyl, A is single bond, Y is 

4-amidinobenzyl, and M is CC1; 
2 

R is 3-amidocarbonyl-5-aminophenyIthio, B is 2-propyl, A is single bond, 



Y° is 4-amidinobenzyl, and M is Nr 



2 

R is 3-amino-5-(N-benzylamidocarbonyI)phenylthio, B is 2-propyl, A is 
single bond, Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenylthio, B is 2- 

propyl, A is single bond, Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-chIorobenzyl)amidosulfonyl)phenylthio, B is 2- 

propyl, A is single bond, Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenylthio, B 
is 2-propyl, A is single bond, Y° is 4-amidinobenzyl, and M is N; 

2 0 
R is 3,5-diaminophenylthio, B is 2-propyl, A is single bond, Y is 4- 

amidinobenzyl, and M is N; 

2 0 
R is 3-amino-5-carboxyphenylthio, B is 2-propyl, A is single bond, Y is 

4-amidinobenzyl, and M is N; 
2 

R is3-amidocarbonyl-5-amino-2-thienyl, B is 2-propyl, A is single bond, 



Y° is 4-amidinobenzyl, and M is N; 



2 

R is 3-amino-5-(N-benzylamidocarbonyl)-2-thienyI, B is 2-propyl, A is 

single bond, Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyI)-2-thienyl, B is 2- 

propyl, A is single bond, Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)-2-thienyl, B is 2- 
propyl, A is single bond, Y° is 4-amidinobenzyl, and M is N; 
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is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-2-thienyK B 

is 2-propyl, A is single bond, Y° is 4-amidinobenzyl, and M is N; 

2 0 
R is 3,5-diamino-2-thienyl, B is 2-propyl, A is single bond, Y is 4- 

amidinobenzyl, and M is N; 

2 0 
5 R* is 3-amino-5-carboxy-2-thienyl, B is 2-propyl, A is single bond, Y is 4- 

amidinobenzyl, and M is N; 
2 

R is 3-amidocarbonyl-5-aminophenoxy, B is 2-propyl, A is single bond, 

Y° is 4-amidinobenzyl, and M is 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenoxy, B is 2-propyl, A is 
10 single bond, Y° is -4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenoxy, B is 2- 
propyl, A is single bond, Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenoxy, B is 2- 
propyl, A is single bond, Y° is 4-amidinobenzyl, and M is N; 

15 R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenoxy, B is 

2-propyl, A is single bond, Y° is 4-amidinobenzyl, and M is N; 

2 0 
R is 3,5-diaminophenoxy, B is 2-propyl, A is single bond, Y is 4- 

amidinobenzyl, and M is N; 

2 0 
R is 3-amino-5-carboxyphenoxy, B is 2-propyl, A is single bond, Y is 4- 

20 amidinobenzyl, and M is N. 

25. Compound of Claim 2 of the Formula: 




o 



or a pharmaceutical ly acceptable salt thereof, wherein; 
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B is selected from the group consisting of C3-C7 cycloalkyl and C4 
saturated heterocyclyl, wherein each ring carbon is optionally substituted with 
33 

R , a ring carbon other than the ring carbon at the point of attachment of B to 

A is optionally substituted with oxo provided that no more than one ring carbon 
is substituted by oxo at the same time, ring carbon sand a nitrogen adjacent to 

9 

the carbon atom at the point of attachment is optionally substituted with R or 

13 9 
R , a ring carbon or nitrogen adjacent to the R position and two atoms from 

10 

the point of attachment is optionally substituted with R , a ring carbon or 

13 

nitrogen adjacent to the R position and two atoms from the point of 

12 

attachment is optionally substituted with R , a ring carbon three atoms from 

10 

the point of attachment and adjacent to the R position is optionally 

substituted with R*\ a ring carbon three atoms from the point of attachment 

12 33 
and adjacent to the R position is optionally substituted with R , and a ring 

11 33 

carbon atoms from the point of attachment and adjacent to the R and R 

34 

positions is optionally substituted with R ; 

9 11 13 

R , R , and R are independently selected from the group consisting 

of hydrido, hydroxy, amino, amidino, guanidino, alkylamino, alkylthio, 
alkylsulfonamido, alkylsulfinyl, alkylsulfonyl, amidosulfonyl, alkyl, alkoxy, 
halo, haloalkyl, haloalkoxy, hydroxyalkyl, hydroxyhaloalkyl, carboxy, 
carboxamido, and cyano; 

10 12 

R and R are independently selected from the group consisting of 

hydrido, acetamido, haloacetamido, amidino, guanidino, alkyl, aryl, aralkyl, 
cycloalkyl, cycloalkylalkyl, heteroaryl, heterocyclyl, alkoxy, cycloalkoxy, 
cycloalkylalkoxy, aralkoxy, aryloxy, heteroaryloxy, 
heteroaralkoxy,heterocyclyloxy, heterocyclylalkoxy, hydroxy, amino, 
alkoxyamino, alkylamino, arylamino, aralkylamino, heteroarylamino, 
heteroaralkylamino, heterocyclylamino, heterocyclylalkylamino, 
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alkylsulfonamido, amidosuifonyl, arylsulfinyl, aralkylsulfinyl, 
cycloalkylsulfinyl, heteroarylsulfinyl, arylsulfonyl, aralkylsulfonyl, 
cycloalkylsulfonyl, heteroarylsulfonyl, hydroxy alky I, hydroxyhaloalkyl, 
aminoalkyl, carboalkoxy, carboxy, carboxyalkyl, carboxamido, halo, haloalkyl, 
5 and cyano; 

33 34 

R and R independently selected from the group consisting of 

hydrido, acetamido, haloacetamido, amidino, guanidino, alkoxy, hydroxy, amino, 
alkoxyamino, alkylamino, alkylthio, amidosuifonyl, alkyl, halo, haloalkyl, 
haloalkoxy, hydroxyalkyl, hydroxyhaloalkyl, carboalkoxy, carboxy, 

10 carboxamido, cyano, and Q b ; 

15 7 

A is a bond or (CH(R ))p a -( W ) rr wherein rr is 0 or 1 , pa is an 

7 7 7 
integer selected from 0 through 3, and W is (R )NC(0) or N(R ); 

7 

R is selected from the group consisting of hydrido, hydroxy and alkyl; 

R 1 ^ is selected from the group consisting of hydrido, halo, alkyl, and 
15 haloalkyl; 

MisNorR l -C; 

R^ is selected from the group consisting of hydrido, hydroxy, 
hydroxyamino, amidino, amino, cyano, hydroxyalkyl, alkoxy, alkyl, alkylamino, 
aminoalkyl, alkylthio, alkoxyamino, haloalkyl, haloalkoxy, and halo; 

20 R 2 isZ°-Q; 

Z° is a bond or W°-(CH(R^))p wherein p is 0 or 1 and W° is selected 

41 

from the group consisting of O, S, and N(R ); 
41 42 

R and R are independently hydrido or alkyl; 

Q is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 

25 adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

9 

ring to Z is optionally substituted by R , the other carbon adjacent to the 

13 

carbon at the point of attachment is optionally substituted by R , a carbon 
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9 

adjacent to R and two atoms from the carbon at the point ot attachment is 

optionally substituted by R*^, a carbon adjacent to and two atoms from the 

12 

carbon at the point of attachment is optionally substituted by R , and any 

carbon adjacent to both R^ and R^ is optionally substituted by R^ \ with the 
5 proviso that Q is other than a phenyl when Z° is a bond; 

Y° is phenyl or a heteroaryl of 5 or 6 ring members, wherein one carbon 

of said phenyl or said heteroaryl is substituted by Q , a carbon two or three 

s 

contiguous atoms from the point of attachment of Q to the phenyl or 

heteroaryl ring is substituted by Q^, a carbon adjacent to the point of 

s 17 
10 attachment of Q is optionally substituted by R , another carbon adjacent to 

s 18 
the point of attachment of Q is optionally substituted by R , a carbon 

b 16 
adjacent to Q is optionally substituted by R , and another carbon adjacent to 

b 19 
Q is optionally substituted by R ; 

16 17 18 19 
R , R , R , and R are independently selected from the group 

15 consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, 
haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and 
cyano; 

16 19 20 21 25 23 24 

R orR is optionally NR R or C(NR )NR R , with the 

20 proviso that R^, R 19 , and Q b are not simultaneously hydrido; 

b 20 21 

Q is selected from the group consisting of NR R , hydrido, and 

25 23 24 20 21 

C(NR )NR R , with the proviso that no more than one of R and R is 
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hydroxy at the same time and with the further proviso that no more than one of R^ 
24 

and R is hydroxy at the same time; 

20 21 23 24 25 
R , R , R , R , and R are independently selected from the group 

consisting of hydrido, alkyl, and hydroxy; 

Q is selected from the group consisting of a bond, CH2, and 

CH 2 CH 2 . 

26. Compound of Claim 25 or a pharmaceutically acceptable salt thereof, 
wherein; 

B is selected from the group consisting of cyclopropyl, cyclobutyl, 
oxetan-3-yl, azetidin-l-yl, azetidin-2-yl, azetidin-3-yl, thiaetan-3-yl, cyclopentyl, 
cyclohexyl, norbornyl, 7-oxabicyclo[2.2.1]heptan-2-yl, 
bicydo[3.1.0]hexan-6-yl, cycloheptyl, 2-morphoIinyl, 3-morphoIinyl, 
4~morpholinyl, 1-piperazinyl, 2-piperazinyl, 1-piperidinyl, 2-piperidinyl, 
3-piperidinyl, 4-piperidinyl, 1-pyrrolidinyl, 2-pyrrolidinyl, 3-pyrrolidinyl, 
2-dioxanyl, 4H-2-pyranyl, 4H-3-pyranyl, 4H-4-pyranyl, 4H-pyran-4-one-2-yl, 
4H-pyran-4-one-3-yl, 2-tetrahydrofuranyl, 3-tetrahydrofuranyl, 
2-tetrahydropyranyl, 3-tetrahydropyranyl, 4-tetrahydropyranyl, 
2-tetrahydrothienyl, and 3-tetrahydrothienyl, wherein each ring carbon is 

33 

optionally substituted with R , ring carbons and a nitrogen adjacent to the 

9 

carbon atom at the point of attachment are optionally substituted with R or 

13 . 9 
R , a ring carbon or nitrogen adjacent to the R position and two atoms from 

10 

the point of attachment is optionally substituted with R , and a ring carbon or 

13 

nitrogen adjacent to the R position and two atoms from the point of 

12 

attachment is optionally substituted with R ; 
9 11 13 

R , R , and R are independendy selected from the group consisting 

of hydrido, amidino, guanidino, carboxy, methyl, ethyl, propyl, isopropyl, 
methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, N-methylamino, 
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N,N-dimethylamino, N-ethylamino, methylthio, ethylthio, isopropylthio, 
trifluoromethyl, pentafluoroethyl, 2,2,2- trifluoroe thy i, 

2,23,3 3-pentafluoropropy I, trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, 
chloro, bromo, methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl T 
N,N-dimethylamidosulfonyl, hydroxymethyl, 1-hydroxyethyL 2-hydroxyethyl, 
2,2,2-trifluoro-l-hydroxyethyl, amidocarbonyl, N-methylamidocarbonyl, 
N,N-dimethylamidocarbonyl, and cyano; 
10 12 

R and R are independently selected from the group consisting of 

hydrido, amidino, guanidino, carboxy, carboxy methyl, methyl, ethyl, propyl, 
isopropyl, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
methoxyamino, ethoxyamino, acetamido, trifluoroacetamido, aminomethyl, 
1-aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, N-ethylamino, 
methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, 2- hydroxy ethyl, 
2,2,2-trifluoro-l-hydroxyethyl, methoxycarbonyl, ethoxycarbonyl, 
amidocarbonyl, N-methylamidocarbonyl, N,N-dimethylamidocarbonyI, 
N-benzylamidocarbonyl, N-(2-chlorobenzyl)amidocarbonyl, 
N-(3-fluoro benzyl )amidocarbony I, N-(2-trifluoromethylbenzyl)amidocarbonyl, 
N-( 1 -phenylethyl)amidocarbony 1 , N-( 1 -methyl- 1 -phenylethy l)amidocarbony 1 , 
N- benzyl amidosulfonyl, N-(2-chlorobenzyl)amidosulfonyl, 
N-ethylamidocarbonyl, N-isopropylamidocarbonyl, N-propylamidocarbonyl, 
N-isobutyl amidocarbonyl, N-(2-butyl)amidocarbonyl, 
N-cyclobutylamidocarbonyl, N-cyclopentylamidocarbonyl, 
N-cyclohexyl amidocarbonyl, fluoro, chloro, bromo, cyano, cyclobutoxy, 
cyclohexoxy, cyclohexylmethoxy, 4-trifluoromethycyclohexylmethoxy, 
cyclopentoxy, benzyl, benzyloxy, 4~bromo-3-fluorophenoxy, 

3- bromobenzyloxy, 4-bromobenzyloxy, 4-bromobenzylamino, 
Sbromopyrid-2-ylmethylamino, 4-butoxyphenamino, 3-chlorobenzyl, 
4^chlorophenoxy, 4-chloro-3-ethylphenoxy, 4-chloro-3-ethylbenzylamino, 

4- chloro-3-ethylphenylamino, 3-chlorobenzyloxy, 4-chlorobenzyloxy, 

4- chlorobenzylsulfonyl, 4-chlorophenylamino, 4-chlorophenylsulfonyl, 

5- chloropyrid-3-yioxy, 2-cyanopyrid-3-yloxy, 2,3-difluorobenzyloxy, 
2,4-difluorobenzyioxy, 3,4-difIuorobenzyloxy, 2,5-difluorobenzyloxy, 
,5-difIuorophenoxy, 3,5-difluorobenzyloxy, 4-difluoromethoxybenzyloxy, 
23-difluorophenoxy, 2,4-difluorophenoxy, 2,5-difluorophenoxy, 
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3,5-dimethylphenoxy, 3,4-dimethylphenoxy, 3,4-dimethylbenzyloxy, 
3,5-dimethylbenzyloxy, 4~ethoxyphenoxy, 4-ethylbenzyloxy, 3-ethylphenoxy, 
4-ethylaminophenoxy, 3-ethyl-5-methylphenoxy, 4~fluorobenzyioxy ; 
2-fluoro-3-trifluoromethylbenzyloxy, 3-fluoro-5-trifluoromethylbenzyloxy, 
4-fluoro-2-trifluoromethylbenzyloxy, 4-fluoro-3-trifluoromethyIbenzyloxy, 
2-fluorophenoxy, 4-fluorophenoxy, 2-fluoro-3-trifluoromethylphenoxy, 

2- fluorobenzyloxy, 4-fIuorophenylamino, 2-fluoro-4-trifIuoromethyIphenoxy, 
4-isopropylbenzyloxy, 3-isopropyiphenoxy, 4-isopropylphenoxy, 
4-isopropyl-3-methylphenoxy, 4-isopropylbenzyloxy, 3-isopropyiphenoxy, 
4-isopropylphenoxy, 4-isopropyl-3-Tnethylphenoxy, phenylamino, 
1-phenylethoxy, 2-phenylethoxy, 2-phenyIethyl, 2-phenylethylamino, 
phenylsulfonyl, 3-trifluoromethoxybenzyloxy, 4-trifluoromethoxybenzyloxy, 

3- trifluoromethoxyphenoxy, 4-trifluoromethoxyphenoxy, 
3-trifluoromethylbenzyloxy, 4~trifluoromethylbenzyloxy, 
2,4^bis-trifluoromethylbenzyloxy, 3-trifluoromethylbenzyl, 

3 ,5-bis-trifluoromethylbenzyloxy , 4~trifluoromethylphenoxy , 
3-trifluoromethylphenoxy, 3-trifluoromethylthiobenzyloxy, 
^trifluoromethylthiobenzyloxy, 23 ,4-trifluorophenoxy, 23,5-trifluorophenoxy, 
3-pentafluoroethylphenoxy, 3-(l,l,2,2-tetrafluoroethoxy)phenoxy, and 
3-trifluoromethylthiophenoxy; 
33 34 

R and R are independently selected from the group consisting of 

hydrido, amidino, guanidino, carboxy, methoxy, ethoxy, isopropoxy, propoxy, 
hydroxy, amino, methoxyamino, ethoxyamino, acetamido, trifluoroacetamido, 
N-methylamino, dimethylamino, N-ethylamino, methylthio, ethylthio, 
isopropylthio, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 
2,2333-pentafluoropropyl, trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, 
chloro, bromo, amidosulfonyl, N-methylamidosulfonyl, 

N,N-dimethylamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, 2- hydroxy ethyl, 
2,2,2-trifluoro-l-hydroxyethyl, methoxycarbonyl, ethoxycarbonyl, 
amidocarbonyl, N-methylamidocarbonyl, N,N-dimethylamidocarbonyl, cyano, 

and Q b ; 
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A is selected from the group consisting of a bond, NH, N(CH3), 



N(OH), CH 2 , CH3CH, CF3CH, NHC(O), N(CH 3 )C(0), C(0)NH, 
C(0)N(CH 3 ), CH 2 CH 2 , CH 2 CH 2 CH 2 , CH 3 CHCH 2 , and CF 3 CHCH 2 ; 
MisNorR^C; 

R"'* is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, hydroxyamino, aminomethyl, 1-aminoethyl, methylamino, 
dimethylamino, cyano, methyl, ethyj, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, methoxy, hydroxy methyl, 1 -hydroxy ethyl, 2-hydroxyethyl, 
methoxyamino, methylthio, ethylthio, trifluoromethoxy, 
1,1,2,2-tetrafluoroethoxy, fluoro, chloro, and bromo; 

R 2 is Z°-Q; 

Z° is selected from the group consisting of a bond, O, S, NH, N(CH 3 ), 

OCH 2 , SCH 2 , N(H)CH 2 , and N(CH 3 )CH 2 ; 

Q is selected from the group consisting of phenyl, 2-thienyl, 3-thienyl, 

2- furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyI, 2-imidazolyl, 4-imidazolyl, 

3- pyrazolyl, 4-pyrazolyl, 2-thiazolyl, 3-isoxazolyl, 5-isoxazolyl, 2-pyridyl, 
3-pyridyl, 4-pyridyl, 2-pyrazinyl, 2-pyrimidinyl, 4-pyrimidinyI, 
5-pyrimidinyl, 3-pyridazinyl, 4-pyridazinyl, and 13,5-triazin-2-yl, wherein a 
carbon adjacent to the carbon at the point of attachment of said phenyl or 

heteroaryl ring to Z° is optionally substituted by R^, the other carbon adjacent 

13 

to the carbon at the point of attachment is optionally substituted by R , a 
9 

carbon adjacent to R and two atoms from the carbon at the point of attachment 

is optionally substituted by R^, a carbon adjacent to R^ and two atoms from 

12 

the carbon at the point of attachment is optionally substituted by R , and any 

carbon adjacent to both R*^ and R* 2 is optionally substituted by R* \ with the 
proviso that Q is other than a phenyl when Z° is a bond; 
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Y° is selected from the group consisting of: 

l_Q b _ 4 -Q S -2-R 16 -3-R 17 -5-R l8 -6-R l9 benzene, 

b s 17 18 19 

2- Q -5-Q -6-R -4-R -3-R pyridine, 

3- Q b -6-Q S -2-R l6 -5-R l8 -4-R 19 pyridine, 2-Q b -5-Q S -3-R I6 -6-R 18 pyrazine, 
5 3-Q b -6-Q S -2-R 18 -5-R 18 -4-R l9 pyridazine, 

2- Q t> -5-Q S -4-R 1 / -6-R l8 pyrimidine, SQ b -2-Q S -4-R 16 -6-R 19 pyrimidine, 

3- Q b -5-Q S -4-R 16 -2-R 19 thiophene, 2-Q b -5-Q S -3-R 16 -4-R 1? thiophene, 
3-Q b -5-Q S -4-R 16 -2-R 19 furan, 2-Q b -5-Q S -3-R 16 -4-R I7 furan, 
3-Q b -5-Q S -4-R 16 -2-R 19 pyrrole, 2-Q b -5-Q S -3-R 16 -^R 17 pyrrole, 

10 4-Q b -2-Q S -5-R 19 imidazole, 2-Q b -4-Q S -5-R 17 imidazole, 
3-Q b -5-Q S -4~R 16 isoxazole, 5-Q b -3-Q S -4-R 16 isoxazole, 
2-Q b -5-Q S -4-R 16 pyrazole, 4-Q b -2-Q S -5-R 19 thiazole, and 
2-Q b -5-Q S -4-R 17 thiazole; 

R 1 ^, R^ 7 , R 18 , and R* 9 are independently selected from the group 

15 consisting of hydrido, methyl, ethyl, isopropyl, propyl, carboxy, amidino, 
guanidino, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
aminomethyl, 1-aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, 
N-ethylamino, methylthio, ethylthio, isopropylthio, trifluoromethylthio, 
methylsulfinyl, ethylsulfinyl, methylsulfonyl, ethylsulfonyl, trifluoromethyl, 

2 0 pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2,3,33-pentafluoropropyl, 
trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, 
hydroxy methyl, 1 -hydroxy ethyl, 2-hydroxy ethyl, and cyano; 

R 16 or R 19 is optionally CCNR^NR^R 24 with the proviso that R 16 , 

19 b 

R , and Q are not simultaneously hydrido; 
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b 25 23 24 

Q is C(NR )NR R~ or hydrido, with the proviso that no more than 

23 24 

one of R and R is hydroxy at the same time; 
23 24 25 

R , R , and R are independently selected from the group consisting of 

hydrido, methyl, ethyl, and hydroxy; 
s 

Q is selected from the group consisting of a bond, CH 2 and CH 2 CH 2 . 



27. Compound of Claim 26 or a pharmaceutical^ acceptable salt thereof, 
wherein; 

B is selected from the group consisting of cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, cycloheptyl, oxalan-2-yi, 2-(2R)-bicyclo[2.2.1]-heptyl, 

1- pyrrolidinyl, 1-piperidinyl, oxetan-3-yl, azetidin-l-yl, azetidin-2-yl, 
azetidin-3-yl, 7-oxabicyclo[2.2. 1 ]heptan-2-yl, bicyclo[3. 1 .0]hexan-6-yl, 

2- morpholinyI, 3-morpholinyl, 4~morpholinyl, 1-piperazinyl, 2-piperazinyl, 

1- piperidinyl, 2-piperidinyl, 3-piperidinyl, 4^piperidinyl, 1-pyrrolidinyl, 

2- pyrrolidinyl, 3-pyrrolidinyl, 2-dioxanyl, 4H-2-pyranyl, 4H-3-pyranyl, 
4H-4-pyranyl, 4H-pyran^-one-2-yl, 4H-pyran-4-one-3-yl, 2-tetrahydrofuranyl, 

3- tetrahydrofuranyl, 2-tetrahydropyranyl, 3-tetrahydropyranyl, 

4- tetrahydropyranyl, 2-tetrahydrothienyl, and 3-tetrahydrothienyl; 

A is selected from the group consisting of a bond, CH 2 , NHC(O), 

CH 2 CH 2 , and CH 2 CH 2 CH 2 ; 

M is selected from the group consisting of N and R^C; 

R 1 is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, hydroxyamino, aminomethyl, methylamino, cyano, methyl, 
trifluoromethyl, methoxy, hydroxymethyl, methoxyamino, methylthio, 
trifluoromethoxy, fluoro, and chloro; 

R 2 is Z°-Q; 

Z° is selected from the group consisting of a bond, 0, S, NH, N(CH3), 

OCH 2 , andSCH 2 ; 

Q is selected from the group consisting of 
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3-amidocarbonyl-5-aminophenyl, 3-amino-5-(N-benzylamidocarbonyl)phenyI, 

3-amino-5-benzylphenyl, 3-amino-5-(2-phenylethyl)phenyl, 

3-amino-5-benzylaminophenyl, 3-amino-5-(2-phenylethylamino)phenyI, 

3-amino-5-benzyloxy phenyl, 3-amino-5-(2-phenyIethoxy)phenyl, 

3-ainino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, 

3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, 

3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 

3-amino-S(N-(l-phenylethyt)amidocarbonyl)phenyl, 

3-amino-5-(N-( 1-methyl- l-phenylethyl)amidocarbonyl)phenyl, 

3-amino-5-(N-benzylamidosulfonyl)phenyl, 

3-amino5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 

3-amino-5-(N-ethylamidocarboayl)phenyI, 

3-amino-5-(N-isopropylamidocarbonyl)phenyl, 

3-amino-5-(N-propyIamidocarbonyl)phenyl, 

3-amino-5-(N-isobutyIamidocarbonyl)pheayl, 

3-airrino-5-(N-(2-butyl)amidocarbonyl)phenyl, 

3-amino-5-(N-cyclobutylamidocarbonyl)phenyl, 

3-amino-5-(N-cyclopentylamidocarbonyl)phenyl, 

3-amincH5-(N-cyclohexylamidocarbonyl)phenyl, 5-amino-2-fluorophenyl, 
3-amino-5-hydroxymethylphenyl, 5-amino-3-methoxycarbonylphenyl, 
3-amidinophenyl, 3-amino-2-methylphenyl, 5-amino-2-methylthiophenyl, 
3-aminophenyl, 3-amino-5-(4-trifluoromethylbeozylamino)phenyl, 
3-amino-5-(4-trifluoromethylbenzyloxy)phenyl, 3-carboxyphenyl, 
3 -carboxy-5-hydroxy phenyl, 3-amino-5-carboxyphenyl, 3-chlorophenyl, 
2-chlorophenyl, 3-cyanophenyl, 3,5-diaminophenyl, 3-dimethylaminophenyl, 

2- fluorophenyl, 3-fluorophenyl, 2-hydroxyphenyl, 3-hydroxyphenyl, 

3- methanesulfonylaminophenyl, 2-methoxy phenyl, 3-methoxyphenyl, 
3-methoxyaminophenyl, 3-methoxycarbonylphenyl, 2-methylaminophenyl, 
3-methylaminophenyl, 2-methylphenyl, 3-methylphenyl, 4~methylphenyl, 
phenyl, 3-trifluoroacetamidophenyl, 3-trifluoromethylphenyl, 

2- trifluoromethylphenyl, 5-amino-2-thienyl, 5-amino-3-thienyl, 

3- bromo-2-thienyl, 3-pyridyl, 4-pyridyl, 2-thienyl, and 3-thienyl, with the 

proviso that Q is other than a phenyl or substituted phenyl when Z° is a bond; 
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10 



15 



Y° is selected from the group consisting of: 
l.Q b _4_Q S _2-R I6 '3-R 17 -5-R l8 -6-R l9 benzene, 

2- Q b -5-Q S -6-R l7 -4-R 18 -3-R l9 pyridine, 

3- Q b -6-Q S -2-R 16 -5-R 18 -4-R 19 pyridine, 

3-Q b -5-Q S -4-R I6 -2>R 19 thiophene, and 2-Q b -5-Q S -3-R 16 -4-R 1? thiophene; 

R 16 and R 19 are independently selected from the group consisting of 

hydrido, amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 
hydroxy methyl, fluoro, chloro, and cyano; 

R 16 or R 19 is optionally CCNR^NR^R 24 with the proviso that R 16 
19 b 

R , and Q are not simultaneously hydrido; 
17 18 

R and R are independently selected from the group consisting of 

hydrido, fluoro, chloro, hydroxy, hydroxy methyl, amino, carboxy, and cyano; 

k 25 23 24 

Q is C(NR )NR R or hydrido; 

23 24 25 
R ,R ,andR are independendy hydrido or methyl; 

Q S is CH 2 . 



28. Compound of Claim 25 of the Formula: 

>1 




or a pharmaceutically acceptable salt thereof, wherein; 
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B is a C3-C7 cycloalkyl or a C4-C6 saturated heterocyclyl, wherein 

33 

each ring carbon is optionally substituted with R , a ring carbon other than the 

ring carbon at the point of attachment of B to A is optionally substituted with 
oxo provided that no more than one ring carbon is substituted by oxo at the 
same time, ring carbons and a nitrogen adjacent to the carbon atom at the point 

9 13 

of attachment are optionally substituted with R or R , a ring carbon or 

9 

nitrogen adjacent to the R position and two atoms from the point of attachment 

is optionally substituted with R^, a ring carbon or nitrogen adjacent to the R^ 

position and two atoms from the point of attachment is optionally substituted 
12 

with R , a ring carbon or nitrogen three atoms from the point of attachment 

and adjacent to the R* position is optionally substituted with \ a ring 

carbon or nitrogen three atoms from the point of attachment and adjacent to the 
0 12 .. . . 33 

R position is optionally substituted with R , and a ring carbon or nitrogen 

11 33 

four atoms from the point of attachment and adjacent to the R and R 

... 34 
positions is optionally substituted with R ; 

9 11 13 

R , R , and R are independendy selected from the group consisting 

of hydrido, hydroxy, amino, amidino, guanidino, alkylamino, alkylthio, alkoxy, 
alkylsulfinyl, alkylsulfonyl, amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, carboxy, carboxamido, and cyano; 

10 12 

R and R are independently selected from the group consisting of 

hydrido, acetamido, haloacetamido, amidino, guanidino, alkyl, alkoxy, 
alkoxyamino, hydroxy, amino, alkylamino, alkylsulfonamido, amidosulfonyl, 
hydroxyalkyl, aminoalkyl, halo, haloalkyl, carboalkoxy, carboxy, carboxamido, 
carboxyalkyl, and cyano; 
33 34 

R and R are independently selected from the group consisting of 
hydrido, acetamido, haloacetamido, amidino, guanidino, alkoxy, hydroxy, amino, 
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alkoxyamino, alkylamino, alkylthio, amidosulfonyl, alky!, halo, haloalkyl, 
haloalkoxy, hydroxyalkyl, carboalkoxy, carboxy, carboxamido, and cyano; 

33 b 
R is optionally Q ; 

15 7 

A is a bond or (CH(R ))p a "(W ) rr wherein rr is 0 or 1, pa is an 

7 7 

5 integer selected from 0 through 3, and W is N(R ); 
7 

R is hydrido or alkyl; 
15 

R is selected from the group consisting of hydrido, halo, alkyl, and 
haloalkyl; 

MisNorR l -C; 

10 R^ is selected from the group consisting of hydrido, hydroxy, 

hydroxyamino, amidino, amino, cyano, hydroxyalkyl, alkoxy, alkyl, alkylamino, 
aminoalkyl, alkylthio, alkoxyamino, haloalkyl, haloalkoxy, and halo; 

R 2 is Z°-Q; 

Z° is a bond or W°-(CH2)p wherein p is 0 or 1 and W° is selected 

1 5 from the group consisting of O, S, and N(H); 

Q is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon adjacent 

to the carbon at the point of attachment of said phenyl or heteroaryl ring to Z° 

9 

is optionally substituted by R , the other carbon adjacent to the carbon at the 

13 9 
point of attachment is optionally substituted by R , a carbon adjacent to R 

2 0 and two atoms from the carbon at the point of attachment is optionally 

substituted by R^, a carbon adjacent to R^ and two atoms from the carbon at 

12 

the point of attachment is optionally substituted by R , and any carbon 

10 12 11 

adjacent to both R and R is optionally substituted by R , with the proviso 

that Q is other than a phenyl when Z° is a bond; 
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Y° is phenyl or a heteroaryl of 5 or 6 ring members, wherein one carbon 

<5 

of said phenyl or said heteroaryl is substituted by Q , a carbon two or three 
contiguous atoms from the point of attachment of Q to the phenyl or 

heteroaryl ring is substituted by Q , a carbon adjacent to the point of 

s 17 
attachment of Q is optionally substituted by R , another carbon adjacent to 

s 18 
the point of attachment of Q is optionally substituted by R , a carbon 

b 16 
adjacent to Q is optionally substituted by R , and another carbon adjacent to 

b 19 
Q is optionally substituted by R ; 

16 17 18 , 19 
R , R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, 
haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and 
cyano; 

16 19 20 21 25 23 24 

R orR is optionally NR R or C(NR )NR R , with the 

proviso that R*^, R* 9 , and Q b are not simultaneously hydrido; 

b 20 21 

Q is selected from the group consisting of NR R , hydrido, and 

25 23 24 
C(NR )NR R ; 

20 21 23 24 25 
R , R , R , R , and R are independently hydrido or alkyl; 

Q S is CH 2 . 



29. Compound of Claim 28 or a pharmaceutically acceptable salt thereof, 
wherein; 

B is selected from the group consisting of cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, cycloheptyl, oxalan-2-yl, 2-(2R)-bicyclo[2.2.1]-heptyl, 
oxetan-3-yl, azetidin-l-yl, azetidin-2-yl, azetidin-3-yl, bicyclo[3.1.0]hexan-6-yl, 
2-morpholinyl, 3-morpholinyl, 4-morpholinyl, 1-piperazinyl, 2-piperazinyl, 



1- piperidinyI, 2-piperidinyl, 3-piperidinyl, 4-piperidinyI, l-pyrrolidinyl, 

2- pyrrolidinyI, 3-pyrrolidinyI, 2-dioxanyl, 2-tetrahydrofuranyl, 

3- tetrahydrofuranyl, 2-tetrahydropyranyl, 3-tetrahydropyranyl, 

4- tetrahydropyranyl, 2-tetrahydrothienyl, and 3-tetrahydrothienyl, wherein each 

33 

nng carbon is optionally substituted with R , ring carbons and a nitrogen 

adjacent to the carbon atom at the point of attachment are optionally substituted 

9 13 9 
with R or R , a ring carbon or nitrogen adjacent to the R position and two 

atoms from the point of attachment are optionally substituted with R 1 ^, and a 

ring carbon or nitrogen atom adjacent to the R^ position and two atoms from 

12 

the point of attachment is optionally substituted with R ; 

9 11 13 

R , R , and R are independently selected from the group consisting 

of hydrido, methyl, ethyl, methoxy, ethoxy, hydroxy, amino, N-methylamino, 
N,N-dimethylamino, methylthio, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, fluoro, chloro, bromo, amidosulfonyl, 
N-methylamidosulfonyl, N,N-dimethylamidosuIfonyl, hydroxymethyl, 
1-hydroxyethyl, amidocarbonyl, N-methylamidocarbonyl, carboxy, and cyano; 

10 12 

R andR are independently selected from the group consisting of 

hydrido, amidino, amidocarbonyl, N-methylamidocarbonyl, 
N-benzylamidocarbonyl, N-(2-cMorobenzyl)amidocarbonyl, 
N-(3-fluorobenzyl)amidocarbonyl, N-(2-trifluoromethylbenzyl)amidocarbonyl, 
N-( 1 -phenylethyl )amidocarbony 1 , N-( 1 -methyl- 1 -phenylethy l)amidocarbony 1 , 
N-benzylamidosulfonyl, N-(2-cMorobenzyl)amidosulfonyl, 
N-ethylamidocarbonyl, N-isopropylamidocarbonyl, N-propylamidocarbonyl, 
N-isobutylamidocarbonyl, N-(2-butyl)amidocarbonyl, 
N-cyclobutylamidocarbonyl, N-cyclopentylamidocarbonyl, 
N-cyclohexylamidocarbonyl, guanidino, methyl, ethyl, methoxy, ethoxy, 
hydroxy, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, carboxy, 
carboxy methyl, amino, acetamido, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, trifluoroacetamido, aminomethyl, N-methylamino, 
dimethylamino, methoxyamino, amidosulfonyl, N-methylamidosulfonyl, 
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N,N-dimethylamidosulfonyl, methanesulfonamido, methoxycarbonyl, fluoro, 
chloro, bromo, and cyano; 
33 . 

R is selected from the group consisting of hydrido, amidino, 

guanidino, methyl, ethyl, methoxy, ethoxy, hydroxy, amino, N-methylamino, 
dimethylamino, rnethoxyamino, methylthio, ethylthio, trifluoromethyl, 
pentafluoroethyl, 2,2,2-trifluoroethyl, fluoro, chloro, bromo, amidosulfonyl, N- 

methylamidosulfonyl, hydroxy methyl, amidocarbonyl, carboxy, cyano, and Q b 
A is selected from the group consisting of a bond, NH, N(CH3), CH 2 , 

CH3CH, CH 2 CH 2 , and CH 2 CH 2 CH 2 ; 

M is selected from the group consisting of N and R*-C; 

is selected from the group consisting of hydrido, hydroxy, 
hydroxy methyl, amino, aminomethyl, methylamino, cyano, methyl, 
trifluoromethyl, methoxy, methylthio, trifluoromethoxy, fluoro, and chloro; 

R 2 isZ°-Q; 

Z° is selected from the group consisting of a bond, O, S, NH, OCH 2 , 

SCH 2 ,and N(H)CH 2 ; 

Q is selected from the group consisting of phenyl, 2-thienyl, 2-furyl, 

2-pyrrolyl, 2-imidazolyl, 2-thiazolyl, 3-isoxazolyl, 2-pyridyl, and 3- 

pyridyl, wherein a carbon adjacent to the carbon at the point of attachment of 

0 9 
said phenyl or heteroaryl ring to Z is optionally substituted by R , the other 

carbon adjacent to the carbon at the point of attachment is optionally substituted 
, 13 . 9 

by R , a carbon adjacent to R and two atoms from the carbon at the point of 

attachment is optionally substituted by R*^, a carbon adjacent to R^ and two 

atoms from the carbon at the point of attachment is optionally substituted by 
n 12 10 12 

R , and any carbon adjacent to both R and R is optionally substituted by 
R 1 \ with the proviso that Q is other than a phenyl when Z° is a bond; 
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Y° is selected from the group consisting of: 
UQ b .4-Q S -2-R l6 -3-R 17 -5-R 18 -6-R 19 benzene, 

2- Q b -5-Q S -6-R 17 -4-R 18 -3V 9 pyridine,2-^^^ 

3- Q b -6-Q^2-R 16 -5-R 18 -4-R%^ 

3-Q b -5-Q S -4-R 16 -2-R 19 furan ? 2-Q b -5>Q S -3-R I6 -4-R 17 furan, 

b s 16 19 b s 16 17 

3- Q -5-Q -4-R -2-R pyrrole, 2-Q -5-Q -3-R -4-R pyrrole, 

b s 19 b s 17 

4- Q -2-Q -5-R thiazole, and 2-Q -5-Q -4-R thiazole; 

16 17 18 19 
R , R , R , and R are independently selected from the group 

consisting of hydrido, methyl, ethyl, amidino, guanidino, methoxy, hydroxy, 
amino, aminomethyl, 1-aminoethyl, 2-aminoethyl, N-methylamino, 
dimethylamino, methyl thio, ethylthio, trifluoromethylthio, methylsulfmyl, 
methylsulfonyl, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 
trifluoromethoxy, fluoro, chloro, hydroxy methyl, carboxy, and cyano; 

b 20 21 25 23 24 

Q isNR R orC(NR )NR R ; 

20 21 23 24 25 
R , R , R , R , and R are independently selected from the group 

consisting of hydrido, methyl, and ethyl; 

Q S is CH 2 . 



30. Compound of Claim 29 or a pharmaceutically acceptable salt thereof, 
wherein; 

B is selected from the group consisting of cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, oxalan-2-yl, 2-(2R)-bicyclo[2.2. l]-heptyl, oxetan-3-yl, 
azetidin-l-yl, azetidin-2-yI, azetidin-3-yl, 1-pyrrolidinyl and 1-piperidinyl; 

A is selected from the group consisting of a bond, CH2, CH2CH2 and 
CH2CH2CH2; 

MisNorR^C; 
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R is selected from the group consisting hydrido, hydroxy, 
hydroxymethyl, amino, aminomethyl, cyano, methyl, trifluoromethyl, and 
fluoro; 

R 2 is Z°-Q; 

Z° is selected from the group consisting of a bond, O, S, NH, and 

OCH 2 ; 

Q is selected from the group consisting of 
3-amidocarbonyl-5-aminophenyl, 3-amidocarbonyl-5-aminophenyl, 
3-amino-5-(N-benzylamidocarbonyl)phenyl, 
3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l-methyl-l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-benzylamidosulfonyl)phenyl, 
3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 
3-amino-5-(N-ethylamidocarbonyI)phenyl, 
3-amino-5-(N-isopropylamidocarbonyl)phenyl, 
3-amino-5-(N-propylamidocarbonyl)phenyl, 
3-amino-5-(N-isobutylamidocarbonyl)phenyl, 
3-amino-5-(N>(2-butyl)amidocarbonyl)phenyl, 
3-amino-5-(N-cyclobutylairudocarbonyI)phenyl, 
3-amino-5-(N-cycIopentylamidocarbonyl)phenyl, 

3-amino-5-(N-cyclohexylamidocarbonyl)phenyl, 5-amino-2-fluorophenyl, 
3-amino-5-hydroxymethylphenyl, 5-airuno-3-methoxycarbonylphenyl, 
3-amidinophenyl, 3-amino-2-methylphenyl, 5-amino-2-methylthiophenyl, 
3-aminophenyl, 3-carboxyphenyl, 3-carboxy-5-aminophenyl, 
3-carboxy-5-hydroxy phenyl , 3-carboxymethy I-5-aminophenyf , 
3-carboxymethyl-5-hydroxyphenyl, 3-carboxymethylphenyl, 3-chlorophenyl, 
2-chlorophenyl, 3-cyanophenyl, 3,5-diaminophenyl, 3-dimethylaminophenyl, 

2- fluorophenyI, 3-fluorophenyl, 2,5-difluorophenyl, 2-hydroxyphenyl, 

3- hydroxyphenyI, 3-methanesulfonylaminophenyl, 2-methoxyphenyl, 
3-methoxyphenyl, 3-methoxyaminophenyl, 3-methoxycarbonylphenyl, 
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2-methylaminophenyi, 3-methylaminophenyl, 2-methylphenyL 3-methylphenyl. 
4-methyIphenyI, phenyl, 3-trifluoroacetamidophenyl, 3-trifluoromethylphenyl, 

2- trifluoromethylphenyl, 5-amino-2-thienyl, 5-amino-3-thienyl, 

3- bromo-2-thienyl, 3-pyridyl, 4-pyridyl, 2-thienyl, and 3-thienyl, with the 
proviso that Q is other than a phenyl or a substituted phenyl when Z° is a bond; 

Y° is selected from the group consisting of: 
1 -QVQ S -2-R 16 -3-R 17 -5-R 18 6-R 1 9 benzene, 

2- Q b -5-Q S -6-R 17 -4-R I8 -3-R i9 pyridine, 

3- Q b -6-Q S -2>R 16 o-R 18 -^R l9 pyndine, 

3-Q b -5-Q S -4-R 16 -2-R 19 thiophene, and 2-Q b o-Q S -3-R 16 -4-R 1? thiophene; 

16 19 

R and R are independently selected from the group consisting of 

hydrido, amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 
hydroxymethyl, fluoro, chloro, and cyano; 

17 18 

R and R are independently selected from the group consisting of 
hydrido, fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 
Q b is QNR^NR^R 24 ; 
0 23 24 j 25 

K , R , and R are independently hydrido or methyl; 
Q S isCH 2 . 



31. Compound of Claim 30 or a pharmaceutical^ acceptable salt thereof, 
wherein; 

B is selected from the group consisting of cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, oxalan-2-yl, 2-(2R)-bicyclo[2.2.1 J-heptyl, oxetan-3-yl, 
azetidin-l-yl, azetidin-2-yl, azetidin-3-yl, and 1-piperidinyl; 

A is selected from the group consisting of a bond, CH 2 , CH 2 CH 2 and 
CH 2 CH 2 CH 2 ; 

MisNorR^C; 



R is selected from the group consisting of hydrido, hydroxy, 
hydroxymethyl, amino, aminomethyl, cyano, methyl, trifluoromethyl, and 
fluoro; 

R 2 is Z°-Q; 

Z° is selected from the group consisting of a bond, O, and S, NH; 

Q is selected from the group consisting of 
3 -amidocarbony 1 -5- am inopheny 1 , 3 -amino-5-(N-ienzy 1 ami docarbony 1 )pheny 1 , 
3-amino-5-(N-(2-chlorobenzyl)amidocarbonyI)phenyl, 
3-amino-5-(N"(3-fluorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-( 1 -methyl- 1 -phenylethyl)ami docarbony l)pheny K 
3-amino-5-(N-benzylamidosulfonyl)phenyl, 
3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyI, 
3-ami no-5-(N-ethylami docarbony l)pheny I, 
3-amino-5-(N-isopropylamidocarbonyl)phenyl, 
3-amino-5-(N-propylamidocarbonyl)phenyl, 
3-amino-5-(N-isobutylamidocarbonyl)phenyl, 
3-amino-5-(N-(2-butyl)amidocarbonyl)phenyl, 
3-amino-5-(N-cyclobuty!amidocarbonyl)phenyl, 
3-amino-5-(N-cycIopentylamidocarbonyl)phenyl, 
3-amino-S(N-cycIohexylamidocarbonyl)phenyK 3-aminophenyl, 
3-carboxy-5-aminophenyl, 3-chlorophenyl, 3,5-diaminophenyl, 
3-dimethylaminophenyl, 3-hydroxyphenyl, 3-methanesulfonylaminophenyl, 
3-methylaminophenyl, 2-methylphenyl, 3-methylphenyl, phenyl, 
3-trifluoroacetamidophenyl, 3-bromo-2-thienyl, 2-thienyl, and 3-thienyl, with 
the proviso that Q is other than a phenyl or a substituted phenyl when Z° is a 
bond; 

Y° is selected from the group consisting of 5-amidino-2-thienylmethyl, 
4^amidinobenzyl, 2-fluoro^l-amidinobenzyl, and 3-fluoro^amdinobenzyl. 



32. Compound of Claim 25 where said compound is selected from the group of 
the Formula: 




or a pharmaceutically acceptable salt thereof, wherein: 

R is 3-aminophenoxy, B is cyclopropyl, A is single bond, Y is 4- 
amidinobenzyl, and M is CH; 

9 0 

R is 3-aminophenoxy, B is cyclobutyi, A is single bond, Y is 4-amidino- 

2-fIuorobenzyl, and M is CH; 

2 0 
R is 3-aminophenoxy, B is cyclobutyi, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

2 0 
R is 3-aminophenoxy, B is cyclopropyl, A is single bond, Y is 4~amidino- 

2- fluorobenzyl, and M is CH; 

9 0 

R is 3-aminophenoxy, B is cyclobutyi, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

2 . 0 

R is 3-aminophenoxy, B is cyclobutyi, A is single bond, Y is 4-amidino- 

3- fluorobenzyl, and M is CH; 

2 0 
R is 3-aminophenoxy, B is cyclopentyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

2 0 
R is 3-aminophenoxy, B is cyclopropyl, A is CH 2 , Y is 4-amidinobenzyI, 

and M is CH; 

R^ is 3-aminophenoxy, B is 2-(2R)-bicyclo[2.2.1J-heptyl, A is single bond, 
Y° is 4-amidinobenzyl, and M is CH; 

2 0 
R is 3-aminophenoxy, B is cyclopentyl, A is single bond, Y is 4-amidino- 

2-fluorobenzyl, and M is CH; 



R z is 3-aminophenoxy, B is cyclohexyl, A is CH 2 CH2, Y is 4- 

amidinobenzyl, and M is CH; 

2 0 
R is 2-hydroxyphenoxy, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

2 0 
R is phenoxy, B is cyclobutyl, A is single bond, Y is 4-amidinobenzyl, 

and M is CH; 

2 • 0 
R is 2,6-dichlorophenoxy, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

2 0 
R is 3-aminophenoxy, B is cyclopropyl, A is single bond, Y is 4- 

arnidinobenzyl, and M is CC1; 

2 o 
R is 3-aminophenoxy, B is cyclobutyl, A is single bond, Y is 4-amidino- 

2-fluorobenzyl, and M is CC1; 

2 0 
R is 3-aminophenoxy, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CC1; 

2 • 0 
R is 3-aminophenoxy, B is cyclopropyl, A is single bond, Y is 4-amidino- 

2- fluorobenzyl, and M is CC1; 

2 o 
R is 3-aminophenoxy, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CC1; 

2 • 0 
R is 3-aminophenoxy, B is cyclobutyl, A is single bond, Y is 4-amidino- 

3- fluorobenzyl, and M is CC1; 

2 o 
R is 3-aminophenoxy, B is cyclopentyl, A is single bond, Y is 4- 

amidino benzyl, and M is CC1; 

2 * o 
R is 3-aminophenoxy, B is cyclopropyl, A is CH 2 , Y is 4~amidinobenzyl, 

and Mis CC1; 
2 

R is 3-aminophenoxy, B is 2-(2R)-bicyclo[2.2. 1 ]-heptyl, A is single bond, 

Y° is 4-amidinobenzyl, and M is CC1; 

2 0 
R is 3-aminophenoxy, B is cyclopentyl, A is single bond, Y is 4-amidino- 

2-fluoro benzyl, and M is CC1; 



R is3-aminophenoxy, B is cyclohexyl, A is CH?CH 7 ,Y° is 4- 
amidinobenzyl, and M is CCI; 

R 2 is 2-hydroxyphenoxy, B is cyclobutyi, A is single bond, Y° is 4- 
amidinobenzyl, and M is CCI; 

R 2 is phenoxy, B is cyclobutyi, A is single bond, Y° is 4-amidinobenzyl, 
and M is CCI; 

R 2 is 2,6-dichlorophenoxy, B is cyclobutyi, A is single bond, Y° is 4- 
amidinobenzyl, and M is CCI; 
2 

R is 3-amidocarbonyl-5-aminophenoxy, B is cyclobutyi, A is single bond, 
Y° is 4-amidinobenzyl, and M is CCI; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenoxy, B is cyclobutyi, A is 
single bond, Y° is 4-amidinobenzyl, and M is CCI; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenoxy, B is 
cyclobutyi, A is single bond, Y° is 4-amidinobenzyl, and M is CCI; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenoxy, B is 
cyclobutyi, A is single bond, Y° is 4-amidinobenzyl, and M is CCI; 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-phenoxy, B 
is cyclobutyi, A is single bond, Y° is 4-amidinobenzyl, and M is CCI; 

R 2 is 3,5-diaminophenoxy, B is cyclobutyi, A is single bond, Y° is 4- 
amidinobenzyl, and M is CCI; 
2 

R is 3-amino-5-carboxyphenoxy, B is cyclobutyi, A is single bond, Y° 
is 4-amidinobenzyl, and M is CCI; 
2 

R is 3-amidocarbonyl-5-aminophenoxy, B is cyclobutyi, A is single bond, 
Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-(N-benzylamidocarbonyI)phenoxy, B is cyclobutyi, A is 
single bond, Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenoxy, B is 
cyclobutyi, A is single bond, Y° is 4-amidinobenzyl, and M is CH; 
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R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenoxy, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenoxy ? B is 

cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is CH; 

2 o 
5 R is 3,5-diaminophenoxy, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

2 o 
R is 3-amino-5-carboxyphenoxy, B is cyclobutyl, A is single bond, Y 

is 4-amidinobenzyl, and M is CH; " 
2 

R is 3-amidocarbonyl-5-aminophenylthio, B is cyclobutyl, A is single 
1 0 bond, Y° is 4-amidinobenzyl, and M is CC1; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenylthio, B is cyclobutyl, A is 
single bond, Y° is 4-amidinobenzyl, and M is CC1; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenylthio, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is CC1; 
2 

15 R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenylthio, B is 

cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is CC1; 
2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenylthio, B 

is cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is CC1; 

2 0 
R is 3,5-diaminophenylthio, B is cyclobutyl, A is single bond, Y is 4- 

2 0 ami dino benzyl, and M is CC1; 

R^ is 3-amino-5-carboxyphenylthio, B is cyclobutyl, A is single bond, Y° is 

4-amidinobenzyl, and M is CC1; 
2 

R is 3-amidocarbonyl-5-aminophenylthio, B is cyclobutyl, A is single 

bond, Y° is 4-amidinobenzyl, and M is CH; 
2 

25 R is 3-amino-5-(N-benzylamidocarbonyl)phenylthio, B is cyclobutyl, A is 

single bond, Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-(N-(2-chloroben2:yl)amidocarbonyl)phenylthio, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is CH; 
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R is 3-aminoo-(N-(2-chlorobenzyl)amidosuIfonyl)phenylthio, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenylthio, B 
is cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is CH; 

R is 3,5-diaminophenyIthio, B is cyclobutyl, A is single bond, Y° is 4- 

amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-carboxyphenylthio, B is cyclobutyl, A is single bond, 
Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amidocarbonyl-5-amino-2-thienyl, B is cyclobutyl, A is single bond, 
Y° is 4-amidinobenzyl, and M is CO: 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)-2-thienyl, B is cyclobutyl, A is 
single bond, Y° is 4-amidinobenzyl, and M is CC1; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)-2-thienyl, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is CC1; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)-2-thienyl, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is CC1; 
2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-2>thienyl, B 
is cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is CC1; 
2 

R is 3,5-diamino-2-thienyl, B is cyclobutyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CC1; 
2 

R is 3-amino-5-carboxy-2-thienyl, B is cyclobutyl, A is single bond, Y° is 
4-amidinobenzyl, and M is CC1; 
2 

R is 3-amidocarbonyl-Samino-2-thienyl, B is cyclobutyl, A is single bond, 
Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-(N-benzylamidocarbonyI)-2-thienyI, B is cyclobutyl, A is 
single bond, Y° is 4-amidinobenzyl, and M is CH; 



2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)-2-thienyl, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)-2-thienyI, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-arruno-5-(N~(2-trifluoromethylbenzyl)amidocarbonyl)-2-thieny B 
is cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3,5-diamino-2-thienyI, B is cyclobutyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CH; 

R is 3-amino-5-carboxy-2-thienyl, B is cyclobutyl, A is single bond, 
Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amidocarbonyl-5-amino-2-thienyl, B is cyclobutyl, A is single bond, 
Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3"amino-5-(N-benzylamidocarbonyl)-2-thienyl, B is cyclobutyl, A is 
single bond, Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)-2-thienyI, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-chlorobenzyI)amidosulfonyl)-2-thienyl, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-2-thienyl, B 
is cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3,5-diamino-2-thienyl, B is cyclobutyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is N; 
2 

R is 3-amino-5-carboxy-2-thienyl, B is cyclobutyl, A is single bond, 
Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amidocarbonyl-5-aminophenylthio, B is cyclobutyl, A is single 



bond, Y is 4-amidinobenzyl, and M is N; 



2 • 

R is 3-aminoo-(N-benzylamidocarbonyl)phenylthio, B is cyclobutyl, A is 
single bond, Y° is 4-amidinobenzyl, and M is N: 
2 

R is 3-amino-5-(N-(2-chiorobenzyl)amidocarbony[)phenylthio, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3"amino-5-(N-(2-chlorobenzyI)amidosulfonyl)phenylthio, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-^N-(2-trifluoromethylbenzyl)amidocarbonyl)phenylthio, B 
is cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3,5-diaminophenylthio, B is cyclobutyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is N; 

R is 3-amino-5-carboxyphenylthio, B is cyclobutyl, A is single bond, 
Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amidocarbonyl-5-aminophenoxy, B is cyclobutyl, A is single bond, 
Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenoxy, B is cyclobutyl, A is 
single bond, Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyi)phenoxy, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenoxy, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenoxy, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3,5-diaminophenoxy, B is cyclobutyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is N; 
2 

R is 3-amino-5-carboxyphenoxy, B is cyclobutyl, A is single bond, Y° 
is 4-amidinobenzyl, and M is N. 
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33. Compound of Claim 2 of the Formula: 




O 



or a pharmaceutically acceptable salt thereof, wherein; 

B is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 
5 adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

32 

ring to A is optionally substituted by R , the other carbon adjacent to the 

36 

carbon at the point of attachment is optionally substituted by R , a carbon 
32 

adjacent to R and two atoms from the carbon at the point of attachment is 

33 36 
optionally substituted by R , a carbon adjacent to R and two atoms from the 

35 

1 0 carbon at the point of attachment is optionally substituted by R , and any 

33 35 34 
carbon adjacent to both R and R is optionally substituted by R ; 

32 33 34 35 36 
R , R , R , R , and R are independently selected from the 

group consisting of hydrido, acetamido, haloacetamido, amidino, guanidino, 
alkylenedioxy, haloalkylthio, alkanoyloxy, alkoxy, hydroxy, amino, 
15 alkoxyamino, haloalkanoyl, nitro, aikylamino, alkylthio, aryl, aralkyl, cycloalkyl, 
cycloalkylalkyl, heteroaryl, heterocyclyl, alkylsulfonamido, amidosulfonyl, 
alkyl, alkenyl, halo, haloalkyl, haloalkenyl, haloalkoxy, hydroxyalkyl, 

aikylamino, carboalkoxy, carboxy, carboxamido, cyano, and Q b ; 

B is optionally selected from the group consisting of hydrido, 
2 0 trialkylsilyl, C2-C8 alkyl, C3-C8 alkylenyl, C3-C8 alkenyl, C3-C8 alkynyi, and 
C2-C8 haloalkyl, wherein each member of group B is optionally substituted at 
any carbon up to and including 6 atoms from the point of attachment of B to A 

32 33 34 35 36 
with one or more of the group consisting of R , R , R , R , and R ; 
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B is optionally a C3-C12 cycloalkyl or a C4-C9 saturated heterocyclyl, 

33 

wherein each ring carbon is optionally substituted with R , a ring carbon other 

than the ring carbon at the point of attachment of B to A is optionally 
substituted with oxo provided that no more than one ring carbon is substituted 
by oxo at the same time, ring carbons and a nitrogen adjacent to the carbon 

9 13 

atom at the point of attachment are optionally substituted with R or R , a ring 

9 

carbon or nitrogen adjacent to the R position and two atoms trom the point of 

10 

attachment is optionally substituted with R , a ring carbon or nitrogen adjacent 
13 

to the R position and two atoms from the point of attachment is optionally 
12 

substituted with R , a ring carbon or nitrogen three atoms from the point of 

attachment and adjacent to the R^ position is optionally substituted with R* 

a ring carbon or nitrogen three atoms from the point of attachment and adjacent 

12 33 
to the R position is optionally substituted with R , and a ring carbon or 

nitrogen four atoms from the point of attachment and adjacent to the * and 

^33 . 34 
R positions is optionally substituted with R ; 

9 10 11 12 13 
R , R , R , R , and R are independently selected from the group 

consisting of hydrido, acetamido, haloacetamido, alkoxyamino, alkanoyl, 
haloalkanoyl, amidino, guanidino, alkylenedioxy, haloalkylthio, alkoxy, 
cycloalkoxy, cycloalkylalkoxy, aralkoxy, aryloxy, heteroaryloxy, 
heteroaralkoxy,heterocyclyloxy, heterocyclylalkoxy, hydroxy, amino, 
alkylamino, N-alkyl-N-arylamino, arylamino, aralkylamino, heteroarylamino, 
heteroaralkylamino, heterocyclylamino, heterocyclylalkylamino, alkylthio, 
alkylsulfinyl, arylsulfinyl, aralkylsulfinyl, cycloalkylsulfinyl, heteroarylsulfinyl, 
alkylsulfamido, alkylsulfonyl, arylsulfonyl, aralkylsulfonyl, cycloalkylsulfonyl, 
heteroarylsulfonyl, amidosulfonyl, alkyl, aryl, aralkyl, cycloalkyl, 
cycloalkylalkyl, heteroaryl, heterocyclyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, hydroxyhaloalkyl, aminoalkyl, carboalkoxy, carboxy, 
carboxyalkyl, carboxamido, and cyano; 
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15 7 

A is a bond or (CH(R ))p a ~( ^ Vr w herein rr is 0 or I, pa is an 

7 

integer selected trom 0 through 3, and W is selected from the group 

consisting of O, S, C(O), (R 7 )NC(0), (R 7 )NC(S), and N(R ? ); 
7 

R is selected from the group consisting of hydrido, hydroxy and alkyl; 

R^ is selected from the group consisting of hydrido, hydroxy, halo, 
alkyl, and haloalkyl; 

MisNorR^C; 

R^ is selected from the group consisting of hydrido, alkyl, cyano, halo, 
haloalkyl, haloalkoxy, amino, aminoalkyl, alkylamino, amidino, hydroxy, 
hydroxyamino, alkoxy, hydroxyalkyl, alkoxyamino, thiol, and alkylthio; 

R 2 is Z°-Q; 

Z° is selected from the group consisting of a bond, 
o 42 

W -(CH(R ))p wherein p is an integer selected from 0 through 3 and W° is 

41 41 

selected from the group consisting of O, S, and N(R ), and (CH(R )) CT -0 

wherein g is an integer selected from 1 through 3, with the proviso that Z° is 

directly bonded to the pyrimidinone ring; 

o J22 42 22 

Z is optionally W -(CH(R )\ wherein h is 0 or 1 and W is 

selected from the group consisting of 1,2-cyclopropyl, 1,2-cyclobutyl, 
1,2-cyclohexyl, 13-cyclohexyl, 1,2-cyclopentyl, 13-cyclopentyl, 
23-morpholinyl, 2,4-morpholinyl, 2,6-morpholinyI, 3,4-morpholinyl, 

3.5- morpholinyl, 1,2-piperazinyl, 1,3-piperazinyl, 23-piperazinyI, 

2.6- piperazinyl, 1,2-piperidinyl, 13-piperidinyl, 2,3-piperidinyl, 2,4-piperidinyI, 
2,6-piperidinyl, 3,4-piperidinyI, 1,2-pyrrolidinyI, l,3-pyrroIidinyl, 
23-pyrrolidinyl, 2,4-pyrroIidinyl, 2,5-pyrrolidinyl, 3,4-pyrrolidinyl, 
23-tetrahydrofuranyl, 2,4-tetrahydrofuranyl, 2,5-tetrahydrofuranyl, and 
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3,4-tetrahydrofuranyl, wherein Z° is directly bonded to the pyrimidinone ring 

and w 22 is optionally substituted with one or more substituents selected from 

9 10 11 12 ^13 
the group consisting of R , R , R , R , and R ; 

R 41 and R 42 are independently selected from the group consisting of 

5 hydrido, hydroxy, and amino; 

Q is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 
adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

9 

ring to Z° is optionally substituted by R , the other carbon adjacent to the 

13 

carbon at the point of attachment is optionally substituted by R , a carbon 
9 

1 0 adjacent to R and two atoms from the carbon at the point of attachment is 

10 ^13 , r , 

optionally substituted by R , a carbon adjacent to R and two atoms trom the 

12 

carbon at the point of attachment is optionally substituted by R , and any 
carbon adjacent to both R 10 and R 12 is optionally substituted by R 1 \ with the 

proviso that Q is other than a phenyl when Z° is a bond; 
15 Q is optionally hydrido with the proviso that Z is selected from other 

than a bond; 

4a 4a 

K is CHR wherein R is selected from the group consisting of 
hydrido, hydroxyalkyl, alkyl, alkoxyalkyl, alkylthioalkyl, and haloalkyl; 
E° is selected from the group consisting of a bond, C(0)N(H), 

7 7 
20 (H)NC(0),(R )NS(0) 2 , and S(0) 2 N(R ); 

is Q b -Q S ; 

Q S is (CR R ) b wherein b is an integer selected from 1 through 4, 

37 

R is selected from the group consisting of hydrido, alkyl, and haloalkyl, and 
38 

R is selected from the group consisting of hydrido, alkyl, haloalkyl, aroyl, 
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and heteroaroyl with the proviso that there is at least one aroyl or heteroaroyl 
substituent, with the further proviso that no more than one aroyl or heteroaroyl 
37 38 

is bonded to (CR R )^ at the same time, with the still further proviso that 
said aroyl and said heteroaroyl are optionally substituted with one or more 
substituents selected from the group consisting of R^, R* 7 , R^, and R^ ? 

with another further proviso that said aroyl and said heteroaroyl are bonded to 

37 38 o 
the CR R that is directly bonded to E , with still another further proviso 

37 38 

that no more than one alkyl or one haloalkyl is bonded to a CR R at the 

same time, and with the additional proviso that said alkyl and haloalkyl are 
bonded to a carbon other than the one bonding said aroyl or said heteroaroyl; 

16 17 18 19 
R , R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkoxyamino, alkylamino, alkylthio, alkyl sulfinyl, 
alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, aminoalkyl, and cyano; 
16 19 

R or R is optionally selected from the group consisting of 
NR R~ ,N(R )C(NR )N(R )(R ), and C(NR )NR R , with the 

proviso that R^, R^, and Q* 5 are not simultaneously hydrido; 

b 20 2 1 

Q is selected from the group consisting of NR R~ , hydrido, 

26 25 23 24 25 23 24 

N(R )C(NR )N(R )(R ), and C(NR )NR R , with the proviso that 

20 21 

no more than one of R and R is selected from the group consisting of 

hydroxy, amino, alkylamino, and dialkylamino at the same time and with the 

23 24 

further proviso that no more than one of R and R is selected from the 

group consisting of hydroxy, amino, alkylamino, and dialkylamino at the same 
time; 
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R 20 R 21 , R 23 , R 24 , R 25 , and R 26 are independently selected from the 
group consisting of hydrido, alkyl, hydroxy, amino, alkylamino and 
dialkylamino. 

5 34. Compound of Claim 33 of the Formula: 



10 



15 




or a pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the group consisting of phenyl, 2-thienyl, 3-thienyl, 

2- furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-imidazolyl, 4-imidazolyl, 

3- pyrazolyl, 4-pyrazolyl, 2-thiazolyl, 3-isoxazolyl, and 5-isoxazolyl, wherein a 
carbon adjacent to the carbon at the point of attachment of said phenyl or 

32 

heteroaryl ring to A is optionally substituted by R , the other carbon adjacent 

36 

to the carbon at the point of attachment is optionally substituted by R , a 
32 

carbon adjacent to R and two atoms from the carbon at the point of 

33 „36 , 

attachment is optionally substituted by R , a carbon adjacent to R and two 

atoms from the carbon at the point of attachment is optionally substituted by 

*" 33 35 

R 35 , and any carbon adjacent to both R and R is optionally substituted by 

_34 



^9 ^4 ac 3A 

r , r j J , R J , R , and R are independently selected from the 

2 0 group consisting of hydrido, amidino, guanidino, methyl, ethyl, methoxy, 
ethoxy, hydroxy, amino, N-methylamino, dimethylamino, methoxyamino, 
methylthio, ethylthio, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 
fluoro, chloro, bromo, amidosulfonyl, N-methylamidosulfonyl, hydroxy methyl, 

amidocarbonyl, carboxy, cyano, and Q ; 



384 



B is optionally selected from the group consisting of hydrido, ethyl, 

2- propenyl, 2-propynyl, propyl, isopropyl, butyl, 2-butenyK 2-butynyl, 
sec-butyl, tert-butyl, isobutyl, 2-methylpropenyI, 1-pentyl, 2-pentenyl, 

3- pentenyl, 2-pentynyl, 3-pentynyl, 2-pentyl, 3-pentyl, 2-methylbutyh 

2- methyl-2-butenyl, 3-methylbutyI, 3-methyl-2-butenyl, 1-hexyl, 2-hexenyl, 

3- hexenyl, 4-hexenyl, 2-hexynyi, 3-hexynyl, 4-hexynyl, 2-hexyi, 
l-methyl-2-pentenyl, l-methyl-3-pentenyl, l-methyl-2-pentynyl, 
l-methyl-3-pentynyl ? 3-hexyl, l-ethyl-2-butenyl, l-heptyi, 2-heptenyl, 
3-heptenyl, 4-heptenyl ? 5-heptenyl, 2-heptynyl, 3-heptynyl, 4~heptynyl, 
5-heptynyl, 2-heptyl, l-methyl-2-hexenyl, l-methyl-3-hexenyl, 
l-methyl-4-hexenyI, l-methyl-2-hexynyI, l-methyl-3-hexynyl, 
l-methyl^4-hexynyl, 3-heptyl, l-ethyl-2-pentenyl, l-ethyl-3-pentenyl, 
l-ethyl-2-pentynyl, l-ethyl-3-pentynyl, 2,2,2-trifluoroethyl, 2,2-difluoropropyl, 
4^trifluoromethyl-5,5,5-trifluoropentyl, 4-trifluoromethylpentyl, 
5,5,6,6,6-pentafluorohexyl, and 33,3-trifIuoropropyl, wherein each member of 
group B is optionally substituted at any carbon up to and including 5 atoms 
from the point of attachment of B to A with one or more of the group 

„32 33 34 35 , 36 
consisting of R , R , R , R , and R ; 

B is optionally selected from the group consisting of cyclopropyl, 
cyclobutyl, cyclopentyl, cyclohexyl, cycloheptyl, oxalan-2-yI, 

2- (2R)-bicyclo[2.2.1]-heptyl, oxetan-3-yI, azetidin-l-yl, azetidin-2-yl, 
azetidin-3-yl, bicyclo[3.1.0]hexan-6-yl, 2-morpholinyl, 3-morpholinyl, 
4-morpholinyl, 1-piperazinyl, 2-piperazinyl, 1-piperidinyl, 2-piperidinyl, 

3- piperidinyl, 4-piperidinyl, 1-pyrrolidinyl, 2-pyrrolidinyl, 3-pyrrolidinyl, 

2- dioxanyl, 2-tetrahydrofuranyl, 3-tetrahydrofuranyl, 2-tetrahydropyranyI, 

3- tetrahydropyranyl, 4~tetrahydropyranyl, 2-tetrahydrothienyl, and 

3-tetrahydrothienyl, wherein each ring carbon is optionally substituted with 
33 

R , ring carbons and a nitrogen adjacent to the carbon atom at the point of 

9 13 

attachment are optionally substituted with R or R , a ring carbon or nitrogen 
9 

adjacent to the R position and two atoms from the point of attachment is 
optionally substituted with R^, and a ring carbon or nitrogen adjacent to the 
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13 

R position and two atoms from the point of attachment is optionally 

. - 12 
substituted with R ; 

9 11 13 

R , R , and R are independently selected from the group consisting 

of hydrido, methyl, ethyl, methoxy, ethoxy, hydroxy, amino, N-methylamino, 
N,N-dimethylamino, methylthio, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, fluoro, chloro, bromo, amidosulfonyl, 
N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxy methyl, 
1-hydroxyethyl, amidocarbonyl, N-methylamidocarbonyl, carboxy, and cyano; 

10 12 

R and R are independently selected from the group consisting of 

hydrido, amidino, amidocarbonyl, N-methylamidocarbonyl, 
N-benzylamidocarbonyl, N-(2-chlorobenzyl)amidocarbonyl, 
N-(3-fluorobenzyI)amidocarbonyl, N-(2-trifluoromethylbenzyl)amidocarbonyl, 
N-(l-phenylethyl)amidocarbonyl, N-(l-methyl-l-phenyIethyI)amidocarbonyl, 
N-benzylamidosulfonyl, N-(2-chiorobenzyl)amidosulfonyl, 
N-ethylamidocarbonyl, N-isopropylamidocarbonyl, N-propyiamidocarbonyl, 
N-isobutylamidocarbonyl, N-(2-butyI)amidocarbonyl, 
N-cyclobutylamidocarbonyl, N-cy elope ntylamidocarbonyl, 
N-cycIohexylamidocarbonyl, guanidino, methyl, ethyl, methoxy, ethoxy, 
hydroxy, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, carboxy, 
carboxy methyl, amino, acetamido, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, trifluoroacetamido, aminomethyl, N-methylamino, 
dimethylamino, methoxyamino, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyl, methanesulfonamido, methoxy carbonyl, fluoro, 
chloro, bromo, and cyano; 

A is selected from the group consisting of a bond, NH, N(CH 3 ), CH 2 , 
CH 3 CH, CH 2 CH 2 , and CH 2 CH 2 CH 2 ; 
MisNorR^C; 

R*^ is selected from the group consisting of hydrido, hydroxy, 
hydroxymethyl, amino, aminomethyl, methylamino, cyano, methyl, 
trifluoromethyl, methoxy, methylthio, trifluoromethoxy, fluoro, and chloro; 
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R 2 is Z°-Q; 

Z° is selected from the group consisting of a bond, O, S, NH, OCH 2 , 

SCH 2 ,and N(H)CH 2 ; 

Q is selected from the group consisting of phenyl, 2-thienyl, 2-furyl, 

5 2-pyrrolyl, 2-imidazolyl, 2-thiazolyl, 3-isoxazolyh 2-pyridyl, and 3-pyridyl, 

wherein a carbon adjacent to the carbon at the point of attachment of said 

9 

phenyl or heteroaryl ring to Z° is optionally substituted by R , the other carbon 
adjacent to the carbon at the point of attachment is optionally substituted by 
R , a carbon adjacent to R and two atoms from the carbon at the point of 

1 0 attachment is optionally substituted by R 10 a carbon adjacent to R and two 
atoms from the carbon at the point of attachment is optionally substituted by 
R 12 , and any carbon adjacent to both R 10 and R 12 is optionally substituted by 

R 1 \ with the proviso that Q is other than a phenyl when Z° is a bond; 

Y^isQV; 

15 Q S is selected from the group consisting of: 

37 37 38 

C[R (benzoyl)(CR R ) b ], 

37 37 38 

C[R (2-pyridylcarbonyl)(CR R ) b L 

37 37 38 

C[R (3-pyridyIcarbonyl)(CR R ) b ], 

37 37 38 

C[R (4-pyridylcarbonyl)(CR R )\yl 

37 37 38 

20 C[R (2-thienylcarbonyl)(CR R ) b ], 

37 37 38 

C[R (3-thienylcarbonyl)(CR R ) b ], 

37 37 38 

C[R (2-thiazolylcarbonyl)(CR R ) b ], 

37 37 38 

C[R (4-thiazolylcarbonyl)(CR R ) b ], and 
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37 37 38 

C[R (5-thiazolylcarbonyl)( (CR R ) b ], wherein b is an integer selected 

37 38 

from 1 through 3, R and R are independently selected from the group 

consisting of hydrido, alkyl, and haloalkyl, with the proviso that said benzoyl 
and the heteroaroyls are optionally substituted with one or more substituents 

selected from the group consisting of R 16 , R* 7 , R 18 and R 19 with the proviso 
17 18 

that R and R are optionally substituted at a carbon selected from other than 

the meta and para carbons relative to the carbonyl of the benzoyl or heteroaroyl, 
with the further proviso that said benzoyl or said heteroaroyl are bonded to the 
carbon directly bonded to amide nitrogen of the 1 -(amidocarbonymethylene) 
group, and with the still further proviso that is no more than one alkyl or one 

37 38 

haloalkyl is bonded to a CR R at the same time; 

R , R , R* 8 , and are independently selected from the group 

consisting of hydrido, methyl, ethyl, amidino, guanidino, methoxy, hydroxy, 
amino, aminomethyl, 1-aminoethyl, 2-aminoethyl, N-methylamino, 
dimethylamino, methylthio, ethylthio, trifluoromethylthio, methylsulfinyl, 
methylsulfonyl, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 
trifluoromethoxy, fluoro, chloro, hydroxy methyl, carboxy, and cyano; 

Q b is QNR^NR^R 24 or N(R 2 ^(NR 2 V(R^)(R 24 ); 
„23 24 25 26 

R , R , R , and R are independently selected from the group 
consisting of hydrido, methyl, and ethyl. 

35. Compound of Claim 34 or a pharmaceutically acceptable salt thereof, 
wherein; 

B is selected from the group consisting of 2-aminophenyh 
3-aminophenyl, 3-amidinophenyl, 4-amidinophenyl, 3-carboxy phenyl, 
3-carboxy-5-hydroxyphenyl, 3-chlorophenyl, 4-chlorophenyl, 
3,4-dichlorophenyl, 2-fluorophenyl, 3-fluorophenyl, 3,4-difluorophenyI, 
3-hydroxyphenyl, 4- hydroxy phenyl, 3-methoxyaminophenyl, 
3-methoxyphenyl, 4-methoxyphenyl, 3-methylphenyl, 4-methylphenyl, phenyl, 
3-trifluoromethylphenyl, 2-imidazoyI, 2-pyridyI, 3-pyridyL 
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Schloro-3-trifluoromethyl-2-pyridyl, 4-pyridyl, 2-thienyl, 3-thienyl, and 
3-trifluoromethyl-2-pyridyl; 

B is optionally selected from the group consisting of hydrido, ethyl. 

2- propenyl, 2-propynyl, propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl, 
(S)-2-butyl, tert-butyl, isobutyl, l-pentyl, 3-pentyL 2-methylbutyl, 
2,2,2-trifluoroethyl, 6-amidocarbonylhexyI, 4-methyI-2-pentyI, 

3- hydroxypropyl, 1 -me thoxy-2- propyl, 2-methoxyethyl, 2-methyI-2-butyl, 

3- methyI-2-butyI, 2-dimethylaminopropyL 2-cyanoethyl , 6-hydroxyhexyL 
2-hydroxy ethyl, 2-amidinoethyl, 2-guanidinoethyl, 3-guanidinopropyi, 

4- guanidinobutyl, 3-hydroxypropyl, 4-hydroxy butyl, 6-cyanohexyl, 

2- dimethylaminoethyl, 3-methylbutyl, 2-methylbutyl, (S)-2-methylbutyl, 

3- aminopropyl, 2-hexyl, and 4-aminobutyl; 

B is optionally selected from the group consisting of cyclopropyl, 
cyclobutyl, cyclopentyl, cyclohexyl, oxalan-2-yl, 2-(2R)-bicyclo[2.2.1]-heptyl, 
oxetan-3-yl, azetidin-l-yl, azetidin-2-yl, azetidin-3-yl, 1-pyrrolidinyl and 
1-piperidinyl; 

A is selected from the group consisting of a bond, CH 2 , CH3CH, 
CH 2 CH 2 , and CH 2 CH 2 CH 2 ; 
M is N or R*-C: 

R^ is selected from the group consisting of hydrido, hydroxy, 
hydroxymethyl, amino, aminomethyl, cyano, methyl, trifluoromethyl, fluoro, and 
chloro; 

R 2 is Z°-Q; 

Z° is selected from the group consisting of a bond, O, S, NH, and 

OCH 2 ; 

Q is selected from the group consisting of 
3-amidocarbonyl-5-aminophenyl, 3-amidocarbonyl-5-aminophenyl, 
3-amino-5-(N-benzylamidocarbonyl)phenyl, 
3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(3-fIuorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l-phenylethyl)amidocarbonyl)phenyl, 
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3-amino-5-(N-(l -methyl- l-phenylethyl)amidocarbonyl)phenyl, 

3-amino-5-(N-benzylamidosulfonyl)phenyl, 

3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 

3-amino-5-(N-ethylamidocarbonyl)phenyl, 

3-amino-5-(N-isopropylamidocarbonyl)phenyl, 

3-amino-5-(N-propylamidocarbonyl)phenyl, 

3-amino-5-(N-isobutylamidocarbonyl)phenyl, 

3-amino-5-(N-(2-butyl)amidocarbonyl)phenyl. 

3-amino-5-(N-cyclobutylamidocarbonyl)phenyl, 

3-amino-5-(N-cyclopentylamidocarbonyl)phenyl, 

3-amino-5-(N-cyclohexylamidocarbonyl)phenyl, 5-amino-2-fluorophenyl, 
3-amino-5-hydroxymethylphenyl,5-amino-3-methoxycarbonylphenyl. 
3-amidinophenyl, 3-amino-2-methylphenyl, 5-amiao-2-methylthiophenyl. 
3-aminophenyl, 3-carboxyphenyl, 3-carboxy-5-aminophenyl, 
3-carboxy-5-hydroxypbenyl,3-carboxymethyl-5-aminophenyl, 
3-carboxymethyl-5-hydroxyphenyl,3-carboxymethylphenyl,3-chlorophenyl, 

2-chIorophenyl, 3-cyanophenyl, 3,5-diaminophenyl, 3-dimethylaminophenyl, 

2- fluorophenyl, 3-fluorophenyl, 2,5-difluorophenyl, 2-hydroxyphenyl, 

3- hydroxyphenyl, 3-methanesulfonylaminophenyl, 2-methoxy phenyl, 

3- methoxyphenyl, 3-methoxyaminophenyl, 3-methoxycarbonylphenyl, 
2-methylaminophenyl, 3-methylaminophenyl, 2-methylphenyl, 3-methylphenyl, 

4- methylphenyl, phenyl, 3-trifluoroacetamidophenyl, 3-trifluoromethylphenyl, 

2- trifluoromethylphenyl, 5-amino-2-thienyl, 5-amino-3-thienyl, 

3- bromo-2-thienyl, 3-pyridyl, 4-pyridyl, 2-thienyl, and 3-thienyl, with the 
proviso that Q is other than a phenyl or a substituted phenyl when Z is a bond; 

^ T is Q b -Q S ; 

Q s is selected from the group consisting of: 
[CH(benzoyl)](CH 2 ) b , [CH(2-pyridylcarbonyl)](CH 2 ) 5 , 
[CH(3-pyridylcarbonyl)](CH 2 ) 5 ,[CH(4-pyridylcarbonyl)](CH 2 ) b , 
[CH(2-thienylcarbonyl)](CH 2 ) b ,[CH(3-thienylcarbonyl)](CH 2 ) 5 , 
[CH(2-thiazolylcarbonyl)](CH 2 ) b ,[CH(4-thiazolylcarbonyl)](CH 2 ) 5 , 
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and [CH(5-thiazolylcarbonyl)l(CH 2 )b, wherein b is an integer selected from 1 

through 3, with the proviso that said benzoyl and said heteroaroyls are 
optionally substituted with one or more substituents selected from the group 

consisting of R 16 R 17 R 18 and R 19 with the proviso that R 17 and R 18 are 

5 optionally substituted at a carbon selected from other than the meta and para 
carbons relative to the carbonyl of the benzoyl or the heteroaroyl, and that said 
benzoyl or said heteroaroyl are bonded to the carbon directly bonded to amide 
nitrogen of the l-(amidocarbonymethylene) group; 

R 16 and R 19 are independently selected from the group consisting of 

10 hydrido, amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 
hydroxymethyl, fluoro, chloro, and cyano; 
17 18 

R and R are independently selected from the group consisting of 
hydrido, fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 
Q b is NCR^CCNR^NCR^XR 24 ); 

23 24 25 26 
15 R , R , R , and R are independently hydrido or methyl. 



36. Compound of Claim 35 or a pharmaceutical^ acceptable salt thereof, 
wherein; 

B is selected from the group consisting of 3-aminophenyl, 
2 0 3-amidinophenyl, 4-amidinophenyl, 3-chlorophenyl, 4-chlorophenyl, 

3,4-dichlorophenyl, 2-fluorophenyl, 4-methylphenyl, phenyl, 2-imidazoyl, 
3-pyridyl, 4-pyridyt, and 3-trifluoromethyl-2-pyridyl; 

B is optionally selected from the group consisting of hydrido, ethyl, 

2- propenyl, 2-propynyl, propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl, 
25 (S)-2-butyl, tert-butyl, isobutyh 1-pentyl, 3-pentyl, 2-methylbutyl, 

2,2,2-trifluoroethyl, 6-amidocarbonylhexyl, 4-methyl-2-pentyL 

3- hydroxypropyl, l-methoxy-2-propyl, 2-methoxy ethyl, 2-methyl-2-butyl, 
3-methyl-2-butyl, 2-dimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 
2-hydroxyethyl, 2-amidinoethyl, 2-guanidinoethyl, 3-guanidinopropyl, 

30 4-guanidinobutyl, 3-hydroxypropyl, 4~hydroxybutyl, 6-cyanohexyl, 

2-dimethylaminoethyl, 3-methylbutyl, 2-methylbutyl, (S)-2-methylbutyl, 
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3-aminopropyl, 2-hexyl, and 4-aminobutyl; 

B is optionally selected from the group consisting of cyclopropyl, 
cyclobutyl, cyclopentyl, cyclohexyl, oxalan-2-yi, 2-(2R)-bicyclo[2.2.11-heptyL 
oxetan-3-yl, azetidin-l-yl, azetidin-2-yl, azetidin-3-yl, and 1-piperidinyl; 

A is selected from the group consisting of a bond, CH2, CH2CH2 and 

CH 2 CH 2 CH2; 

MisNorR^C; 

R 1 is selected from the group consisting of hydrido, hydroxy, 
hydroxymethyl, amino, aminomethyl, cyano, methyl, trifluoromethyl, and 
fluoro; 

R 2 is Z°-Q; 

Z° is selected from the group consisting of a bond, O, S, and NH; 

Q is selected from the group consisting of 
3-amidocarbonyl-5-aminophenyl, 3-amino-5-(N~benzylamidocarbonyI)phenyl, 
3-amino-5-(N<2-chlorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l-methyl-l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-benzylamidosulfonyl)phenyl, 
3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 
3-amino-5-(N-ethylamidocarbonyl)phenyl, 
3-amino-5-(N-isopropylamidocarbonyl)phenyl, 
3-amino-5-(N-propylamidocarbonyl)phenyl, 
3-amino-5-(N-isobutylamidocarbonyl)phenyl, 
3-amino-5-(N-(2-butyl)amidocarbonyl)phenyl, 
3-amino-5-(N-cyclobutylamidocarbonyl)phenyl, 
3-amino-5-(N-cyclopentyiamidocarbonyl)phenyl, 
3-amino-5-(N-cyclohexylamidocarbonyl)phenyl, 3-aminophenyl, 
3-carboxy-5-aminophenyl, 3-chlorophenyl, 3,5-diaminophenyl, 
3-dimethylaminophenyl, 3-hydroxy phenyl, 3-methanesulfonylaminophenyI, 
3-methylaminophenyl, 2-methylphenyl, 3-methylphenyl, phenyl, 
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3-trifluoroacetamidophenyl, 3-bromo-2-thienyl, 2-thienyl. and 3-thienyl, with 
the pre 
bond; 



the proviso that Q is other than a phenyl or a substituted phenyl when Z° is a 



is selected from the group consisting of 5-guanidino-I-oxo-l-(2- 

thiazolyl)-2-pentyl, 5-guanidino-l-oxo-l-(4-thiazolyl)-2-pentyi, 5-guanidino-l- 
oxo-l-(5-thiazolyl)-2-pentyl, 5-guanidino-l-oxo-l-(4~amino-2-thiazolyl)-2- 
pentyl, and 5-guanidino-l-oxo-l-phenyl-2-pentyl. 

37. Compound of Claim 33 where said compound is selected from the group of 
the Formula: 




o 

or a pharmaceutically acceptable salt thereof, wherein: 

2 at 
R is 3-aminophenoxy, B is phenyl, A is CH 2 CH 2 , Y is 5-guanidino-l- 



oxo-l-(2-thiazo!yl)-2-pentyl, and M is CH; 
2 

R is 3,5-diaminophenoxy, B is phe 
l-oxo-l-(2-thiazolyl)-2-pentyl, and M is CH; 

2 AT 

R is 3-carboxy-5-aminophenoxy, B is phenyl, A is CH 2 CH 2 , Y* is 5- 

guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is CH; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phen< 

CH 2 CH 2 ,Y AT is 5>guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is CH; 
2 

R is 3,5-diaminophenoxy, B is isopropyl, A is s 

guanidino-l-oxo-l-(2-thiazolyI)-2-pentyl, and M is CH; 
2 

R is 3-carboxy-5-aminophenoxy, B is isopropyl 
5-guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is CH; 



2 AT 
R is 3,5-diaminophenoxy, B is phenyl, A is CH^CH^, Y is 5-guanidino- 



2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenoxy, B is phenyl, A is 



2 • AT 

R is 3,5-diaminophenoxy, B is isopropyl, A is single bond, Y* is 5- 



2 \t 
R is 3-carboxy-5-aminophenoxy, B is isopropyl, A is single bond, Y' is 
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R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenoxy, B is isopropyl, A is 
single bond, Y AT is 5-guanidino-l-oxo-l-(2-thiazolyl)-2-pentyK and M is CH; 

AT . - 

R 2 is 3,5-diaminophenoxy, B is cyclobutyl, A is single bond, Y is >• 
guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is CH; 

AT . 

5 R 2 is 3-carboxy-5-aminophenoxy, B is cyclobutyl, A is single bond, Y is 

5-guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is CH; 

R 2 is 3-amino-5-(N-benzylamidocarbonyI)phenoxy, B is cyclobutyl, A is 
single bond, Y AT is 5-guanidino- l-oxo-l-(2-thiazolyl)-2-pentyl, and M is CH. 

R 2 is 3-aminophenylthio, B is phenyl, A is CH 2 CH 2 , Y XT is 5-guanidino- 1- 
10 oxo-l-(2-thiazolyl)-2-pentyl, and M is CH; 

AT . 

R 2 is 3,5-diaminophenylthio, B is phenyl, A is CH 2 CH 2 , Y is 5- 
guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is CH; 

AT . ^ 

R 2 is 3-carboxy-5-aminophenylthio, B is phenyl, A is CH 2 CH 2 , Y is 
guanidino-l-oxo-l-(2-thiazolyl)-2-pentyI, and M is CH; 
15 R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenylthio, B is phenyl, A is 

CH 2 CH 2 , Y* 7 is 5-guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is CH; 

AT . 

R 2 is 3,5-diaminophenylthio, B is isopropyl, A is single bond, Y is 5- 
guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is CH; 

AT . 

R 2 is 3-carboxy-5-aminophenylthio. B is isopropyl, A is single bond, Y is 
20 5-guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is CH; 

R 2 is3-amino-5-(N-benzylamidocarbonyl)phenylthio, B is isopropyl, A is 
single bond, Y AT is 5-guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is CH; 

AT 

R 2 is 3,5-diaminophenylthio, B is cyclobutyl, A is single bond, Y is 5- 
guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is CH; 

AT 

25 R 2 is 3-carboxy-5-aminophenylthio, B is cyclobutyl, A is single bond, Y 

is 5-guanidino- l-oxo-i-(2-thiazolyl)-2-pentyl, and M is CH; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenylthio, B is cyclobutyl, A is 
single bond, Y AT is 5-guanidino- l-oxo-l-(2-thiazolyl)-2-pentyl, and M is CH; 

394 



2 vr 
R is3-amino-2-thienyl, B is phenyl, A is CT^CH-^Y is 5-guanidino- 1- 

oxo-l-(2-thiazolyl)-2-pentyi, and M is CH; 

2 vr 
R is 3,5-diamino-2-thienyl, B is phenyl, A is CH 2 CH 2 , Y is 5- 

guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is CH; 

2 AT 

R is 3-carboxy-5-amino-2-thienyl, B is phenyl, A is CH2CH9, Y is 5- 
guanidino-l-oxo-l-(2-thiazolyI)-2-pentyI, and M is CH; 

R is 3-amino-5-(N-benzylaniidocarbonyl)-2-thienyl, B is phenyl, A is 
CH 2 CH 2 , Y AT is 5-guanidino- l-oxo-4-(2-thiazoiyl)-2-pentyl, and M is CH; 

2 AT 

R is 3,5-diamino-2-thienyl, B is isopropyl, A is single bond, Y' is 5- 
guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is CH; 

2 AT 

R is 3-carboxy-5-amino-2-thienyl, B is isopropyl, A is single bond, Y is 

5-guanidino- l-oxo-l-(2-thiazolyi)-2-pentyl, and M is CH; 
2 

R is 3-amino-5-(N-benzyIamidocarbonyi)-2-thienyl, B is isopropyl, A is 

AT 

single bond, Y is 5-guanidino- 1 -oxo- 1 -(2- thiazolyl)-2-pentyl, and M is CH; 

2 AT 

R is 3,5-diamino-2-thienyl, B is cyclobutyl, A is single bond, Y J is 5- 
guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is CH; 

2 AT 

R is 3-carboxy-5-amino-2-thienyl, B is cyclobutyl, A is single bond, Y is 

5-guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is CH; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)-2-thienyl, B is cyclobutyl, A is 

AT 

single bond, Y is 5-guanidino- 1 -oxo- l-(2-thiazolyl)-2-pentyl, and M is CH; 

2 \f 
R is 3-aminophenoxy, B is phenyl, A is CH 2 CH 2 , Y is 5-guanidino- 1- 

oxo-l-(2-thiazoIyl)-2-pentyi, and M is N; 

2 AT 
R is 3,5-diaminophenoxy, B is phenyl, A is CH 2 CH 2 , Y' is 5-guanidino- 

l-oxo-l-(2-thiazolyl)-2-pentyl, and M is N; 

R is 3-carboxy-5-aminophenoxy, B is phenyl, A is CH 2 CH 2 > Y'" is 5- 

guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is N; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenoxy, B is phenyl, A is 

AT 

CH 2 CH 2 , Y is 5-guanidino- 1 -oxo- l-(2-thiazo!yl)-2-pentyl, and M is N; 
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2 \T 

R is 3,5-diaminophenoxy, B is isopropyl, A is single bond, Y is 5- 
guanidino-l-oxo-H2-thiazolyI)-2-pentyI, and M is N; 

R is 3-carboxy-5-aminophenoxy, B is isopropyl, A is single bond, Y is 

5-guanidino-l-oxo-l-(2-thiazolyl)-2-pentyL and M is N; 
2 

5 R is 3-amino-5-(N-benzylamidocarbonyI)phenoxy, B is isopropyl, A is 

AT 

single bond, Y is 5-guanidino-l-oxo-i-(2-thiazolyl)-2-pentyl. and M is N; 

2 • vr 
R is 3,5-diaminophenoxy, B is cyclobutyl, A is single bond, Y is 5- 

guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is N; 

R 2 is 3-carboxy-5-aminophenoxy, B is cyclobutyl, A is single bond, Y AT is 

10 5-guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is N; 
2 

R is 3-amino-5-(N-benzyIamidocarbonyl)phenoxy, B is cyclobutyl, A is 

AT 

single bond, Y' is 5-guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is N. 

R 2 is 3-aminophenykhio, B is phenyl, A is CH 2 CH 2 , Y" AT is 5-guanidino-l- 
oxo-l-(2-thiazolyl)-2-pentyl, and M is N; 
15 R 2 is 3,5-diaminophenylthio, B is phenyl, A is CH 2 CH 9 , Y AT is 5- 

guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is N; 

2 VT 

R is 3-carboxy-5-aminophenylthio, B is phenyl, A is CH 2 CH 9 , Y is 5- 

guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is N; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenylthio, B is phenyl, A is 

AT 

20 CH 2 CH 2 , Y is 5-guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is N; 

2 AT 

R is 3,5-diaminophenylthio, B is isopropyl, A is single bond, Y' is 5- 
guanidino-l-oxo-i-(2-thiazolyl)-2-pentyl, and M is N; 

2 * AT 

R is 3-carboxy-5-aminophenylthio, B is isopropyl, A is single bond, Y' is 
5-guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is N; 

25 R is 3-amino-5-(N-benzylamidocarbonyl)phenyIthio, B is isopropyl, A is 

AT 

single bond, Y' is 5-guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is N; 

2 vr 
R is 3,5-diaminophenylthio, B is cyclobutyl, A is single bond, Y is 5- 

guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is N; 
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R is 3-carboxy-5-aminophenylthio, B is cyclobutyl, A is single bond, Y 
is 5-guanidino- l-oxo-l-(2-thiazolyI)-2~pentyi, and M is N; 

R is 3-amino-5-(N-benzylamidocarbonyI)phenylthio, B is cyclobutyl, A is 

AT 

single bond, Y is 5-guanidino- l-oxo-l-(2-thiazolyl)-2-penty], and M is N; 

2 ^ vr 

R is 3-amino-2-thienyl, B is phenyl, A is CH 2 CH 2 , Y*" is 5-guanidino- l- 

oxo-l-(2-thiazolyl)-2-pentyl, and M is N; 

R 2 is 3,5-diamino-2-thienyl, B is phenyl, A is CH 2 CH 2 , Y AT is 5- 
guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is N; 

R 2 is 3-carboxy-5-amino-2-thienyl, B is phenyl, A is CH 2 CH 2 , Y*" U is 5- 

guanidino-l-oxo-l~(2-thiazolyl)-2-pentyl, and M is N; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)-2-thienyl, B is phenyl, A is 
CH 2 CH 2 , Y AT is 5-guanidino- i-oxo- 1 -(2-thiazolyl)-2-pentyL and M is N; 

2 AT 

R is 3,5-diamino-2-thienyl, B is isopropyl, A is single bond, Y is 5- 
guanidino-l-oxo-l-(2-thiazolyI)-2-pentyl, and M is N; 

2 VT 

R is 3-carboxy-5-amino-2-thienyl, B is isopropyl, A is single bond, Y is 

5-guanidino- l-oxo-l-(2-thiazolyl)-2-pentyl, and M is N; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)-2-thienyl, B is isopropyl, A is 

\T 

single bond, Y* is Sguamdino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is N; 

J AT 

R is 3,5-diamino-2-thienyl, B is cyclobutyl, A is single bond, Y" is 5- 
guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is N; 

2 AT 

R is 3-carboxy-5-amino-2-thienyI, B is cyclobutyl, A is single bond, Y' is 

5-guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, and M is N; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)-2-thienyL B is cyclobutyl, A is 

AT 

single bond, Y is 5-guanidino- l-oxo-l-(2-thiazoIyl)-2-pentyl, and M is N. 

38. A composition for inhibiting thrombotic conditions in blood comprising a 
compound of any one of Claims 8, 16, 24, 32, and 37 and a pharmaceutical^ 
acceptable carrier. 
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39. A composition for inhibiting thrombotic conditions in blood comprising a 
compound of any one of Claims 1 through 7, Claims 9 through 15, Claims 17 
through 23, Claims 25 through 3 1 , and Claims 33 through 36 and a 
pharmaceutically acceptable carrier. 

40. A method for inhibiting thrombotic conditions in blood comprising adding 
to blood a therapeutically effective amount of a composition of any one of 
Claims 38 and 39. 

41. A method for inhibiting formation^ of blood platelet aggregates in blood 
comprising adding to blood a therapeutically effective amount of a composition 
of any one of Claims 38 and 39. 

42. A method for inhibiting thrombus formation in blood comprising adding to 
blood a therapeutically effective amount of a composition of any one of Claims 
38 and 39. 

43. A method for treating or preventing venuous thromboembolism and 
pulmonary embolism in a mammal comprising administering to the mammal a 
therapeutically effective amount of a composition of any one of Claims 38 and 
39. 

44. A method for treating or preventing deep vein thrombosis in a mammal 
comprising administering to the mammal a therapeutically effective amount of a 
composition of of any one of Claims 38 and 39. 

45. A method for treating or preventing cardiogenic thromboembolism in a 
mammal comprising administering to the mammal a therapeutically effective 
amount of a composition of any one of Claims 38 and 39. 

46. A method for treating or preventing thromboembolic stroke in humans and 
other mammals comprising administering to the mammal a therapeutically 
effective amount of a composition of any one of Claims 38 and 39. 
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47. A method for treating or preventing thrombosis associated with cancer and 
cancer chemotherapy in humans and other mammals comprising administering 
to the mammal a therapeutically effective amount of a composition of any one 
of Claims 38 and 39. 

48. A method for treating or preventing unstable angina in humans and other 
mammals comprising administering to the mammal a therapeutically effective 
amount of a composition of any one of Claims 38 and 39. 

49. A method for inhibiting thrombus formation in blood comprising adding to 
blood a therapeutically effective amount of a compound of any one of Claims 1 
through 37 with a therapeutically effective amount of fibrinogen receptor 
antagonist. 

50. The use of a compound of any one of Claims 1 through 37, or a 
pharmaceutically acceptable salt thereof, in the manufacture of medicament for 
inhibiting thrombus formation, treating thrombus formation, or preventing 
thrombus formation in a mammal. 

51. A method of treating or preventing a TF VIIA-mediated disorder in a 
subject by administering a therapeutically effective amount of a compound or a 
pharmaceutically acceptable salt thereof, said compound selected from the 
group consisting of: 

2-[3-[2-[3-aminophenyl]-6-chloro-N-[[4- 
aminoiminomethylphenyl]methyl]-5-[NJM-dimethylhydrazino]-4-oxo-l(4H)- 
pyrimidinyl]]acetamide; 

2-[3-[2-[3-aminophenyl]-6-chloro-5-[N-ethyl-N-methylhydrazino]-N- 
[[4-aminoiininomethylphenyl]methyl]^oxo-l(4H)-pyrimidinyl]]acetamide; 

2-[3-[2-[3-aminophenyl]-6-chloro-5-[N,N-diethylhydrazino]-N-[[4- 
aminoiminomethylphenyl]methyl]-4-oxo-l(4H)-pyrimidinyl]]acetamide; 

2-[3-[2-[3-aminophenyl]-5-[N-(azetidin-l-yl)aminoj-6-chloro-N-[[4- 
aminoiminomethylphenyl]methyl]-4>oxo-l(4H)-pyrimidinyl]]acetamide; 

2-[4-[3-[3-aminophenyl]-N-[[4-aminoiminomethylphenyl]methyI]- 6- 
[N,N-dimethylhydrazinoJ-5-oxo- 1 (5H)- 1 ,2,4-triazinyl] jacetamide; 



2-[4-[3-[3-aminophenylI-6-[N^ 
aminoiminomethylphenyljmethyl ]-5-oxo- l(5H)- 1,2,4-triazinylJJacetamide; 

2-[4-[3-[3-aminophenyI]-6-[N,N-diethyIhydrazinoJ-N-[[4- 
aminoiirunomethyIphenyl]methyI]-5-oxo-l(5H)-l,2,4-triazinyl]] 

2-[4-[3-[3-aminophenyl]-6-[N-(azetidin-l-yI)aminoI-N-[[4- 
aminoiminomethylphenyl]methyl]-5-oxo- i(5H)- l,2,4-triazinyl]]acetamide. 

52. A method of treating or preventing a TF VIIA-mediated disorder in a 
subject by administering a therapeutically effective amount of a compound or a 
pharmaceutical^ acceptable salt thereof, said compound of the formula: 




o 



wherein: 

R 2 is 3-aminophenyI, B is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 4- 
amidinobenzyl, and M is CH; 

R 2 is 3-aminophenyL B is phenyl, A is CH 2 , Y° is 4-amidinobenzyl, and M 

is CH; 

R 2 is phenyl, B is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, 
and M is CH; 

R 2 is 3-dimethylaminophenyl, B is phenyl, A is CH 2 CH 2 , Y° is 4- 
amidinobenzyl, and M is CH; 

R 2 is 2-methylphenyl, B is phenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, 
and M is CH; 

R 2 is phenyl, B is 3-aminophenyI, A is C(0)NH, Y° is 4-amidinobenzyl, 
and M is CH; 

R 2 is phenyl, B is 3-amidinophenyl, A is CH 2 , Y° is 4-amidinobenzyl, and 
M isCH; 
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R is 3-(N-methylamino)phenyk B is phenyl, A is CH 2 CH 7 .Y° is 4- 
amidinobenzyl, and M is CH; 

R 2 is 3-methyIsulfonamidophenyl, B is phenyl, A is CH 0 CH 2 , Y° is 4- 
amidinobenzyl, and M is CH; 

5 R 2 is phenyl, B is 4-amidinophenyl, A is CH 2 , Y° is 4-amidinobenzyl, and 

MisCH; 

R 2 is 3-methylaminophenyI, B is phenyl, A is CH?CH 9 , Y° is 4- 
amidinobenzyl, and M is CH; 

2 o 
R is phenyl, B is phenyl, A is CH 2 , Y is 4-amidinobenzyl, and M is CH; 

10 r2 is 3-methylphenyI, B is 4-phenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyK 

and M is CH; 

R 2 is 3-aminophenyl, B is 3-chIorophenyl, A is CH 2 CH 2 , Y° is 4- 
amidinobenzyl, and M is CC1; 

R 2 is 3-aminophenyl, B is phenyl, A is CH 2 , Y° is 4-amidinobenzyl, and M 

15 isCCl; 

R 2 is phenyl, B is 3-chIorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, 
and Mis CC1; 

R 2 is 3-dimethylaminophenyl, B is phenyl, A is CH 2 CH 2 , Y° is 4- 
amidinobenzyl, and M is CC1; 

20 r2 is 2-methylphenyl, B is phenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, 

and M is CC1; 

R 2 is phenyl, B is 3-aminophenyl, A is C(0)NH, Y° is 4-amidinobenzyl, 
and M is CC1; 

R 2 is phenyl, B is 3-amidinophenyl, A is CH 2 , Y° is 4-amidinobenzyL and 
25 MisCCl; 

R is 3-(N-methylamtno)phenyl, B is phenyl, A is CH 2 CH 2 , Y° is 4- 
amidinobenzyl, and M is CC1; 
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2 0 
R is 3-methylsulfonamidophenyl, B is phenyl, A is CH 2 CH 2 , Y is 4- 

amidino benzyl, and M is CC1; 

2 0 
R is phenyl, B is 4-amidinophenyl, A is CH 2 , Y is 4-amidinobenzyl, and 

MisCCl; 

2 0 
R is 3-methylaminophenyl, B is phenyl, A is CH 2 CH 2 ,Y is 4- 

amidinobenzyl, and M is CC1; 

2 0 
R^ is phenyl, B is phenyl, A is CH 2 , Y is 4-amidinobenzyl, and M is CC1; 

2 0 
R* is 3-methylphenyl, B is 4-phenyI, A is CH 2 CH 2 , Y is 4-amidinobenzyl, 

and M is CC1; 

R 2 is 3-aminophenyI, B is 3-chlorophenyL A is CH 2 CH-,, Y° is 4- 

amidinobenzyl, and M is CF; 

2 0 
R is 3-aminophenyl, B is phenyl, A is CH 2 , Y is 4-amidinobenzyl, and M 

is CF; 

2 0 
R is phenyl, B is 3-chloropheny I, A is CH 2 CH 2 , Y is 4-amidinobenzyl, 

and M is CF; 

2 0 
R is 3-dimethylaminophenyl, B is phenyl, A is CH 9 CH 2 , Y is 4- 

amidinobenzyl, and M is CF; 

2 0 
R is 2-methylphenyl, B is phenyl, A is CH 2 CH 2 , Y is 4-amidinobenzyl, 

and M is CF; 

2 0 
R is phenyl, B is 3-aminophenyl, A is C(0)NH, Y is 4-amidinobenzyl, 

and M is CF; 

2 0 
R is phenyl, B is 3-amidinophenyl, A is CH 2 , Y is 4-amidinobenzyl, and 

M is CF; 

2 0 
R is 3-(N-methylamino)phenyl, B is phenyl, A is CH 2 CH 2 , Y is 4- 

amidinobenzyl, and M is CF; 

2 0 
R is 3-methylsulfonamidophenyl, B is phenyl, A is CH 2 CH 2 , Y is 4- 

amidinobenzyl, and M is CF; 
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2 0 
R is phenyl, B is 4-amidinophenyK A is CH 2 , Y is 4-amidinobenzyl, and 

M is CF; 

R 2 is 3-methylaminophenyl, B is phenyl, A is CH 2 CH?, Y° is 4- 

amidinobenzyl, and M is CF; 

2 o 
R is phenyl, B is phenyl, A is CH 2 , Y is 4-amidinobenzyl, and M is CF; 

R 2 is 3-methylphenyl, B is 4-phenyl, A is CH 2 CH 2 . Y° is 4-amidinobenzyl, 
and M is CF: 

R 2 is 3-aminophenyl, B is 3-clilorophenyl, A is CH 9 CH 9 , Y° is 4- 

amidinobenzyl, and M is N; 

2 0 
R is 3-aminophenyl, B is phenyl, A is CH 2 , Y is 4-amidinobenzyl, and M 

isN; 

R 2 is phenyl, B is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, 
and M is N; 

R 2 is 3-dimethylaminophenyl, B is phenyl, A is CH 7 CH 2 , Y° is 4- 

amidinobenzyl, and M is N; 

2 0 
R is 2-methylphenyl, B is phenyl, A is CH 2 CH 2 , Y is 4-amidinobenzyl, 

and M is N; 

R 2 is phenyl, B is 3-aminophenyl, A is C(0)NH, Y° is 4-amidinobenzyl, 
and M is N; 

R 2 is phenyl, B is 3-amidinophenyi, A is CH 2 , Y° is 4-amidinobenzyl, and 

MisN; 

R 2 is 3-(N-methylamino)phenyl, B is phenyl, A is CH 2 CH 2 , Y° is 4- 
amidinobenzyl, and M is N; 

R 2 is 3-methylsulfonamidophenyl, B is phenyl, A is CH 2 CH 2 , Y° is 4- 

amidinobenzyl, and M is N; 

2 0 
R is phenyl, B is 4-amidinophenyl, A is CH 2 , Y is 4-amidinobenzyi, and 

M is N; 
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R 2 is3-methy[aminophenyl, B is phenyl, A is CH 9 CH 9 . Y° is 4- 

amidinobenzyl, and M is N; 

2 o 
R is phenyl, B is phenyl, A is CH 2 , Y is 4-amidinobenzyl, and M is N; 

R 2 is 3-methylphenyl, B is 4-phenyl, A is CH 2 CH 2 , Y° is 4- 
amidinobenzyl, and M is N; 

R is 3-amidocarbonyl-5-aminophenyl, B is 3-chIorophenyK A is CH 9 CH 2 , 
Y° is 4- amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is 3-chlorophenyl, A 

is CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-aminoo-(N-(2-chIorobenzyl)amidocarbonyl)phenyl, B is 3- 

chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is 3- 

chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, B is 
3-chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amidocarbonyl-5-aminophenyl, B is 3-chlorophenyl, A is CH 9 CH 9 , 

Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is 3-chlorophenyl, A 

is CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, B is 3- 

chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-chiorobenzyl)amidosulfonyl)phenyl, B is 3- 
chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-ainino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, B is 
3-chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is N; 



R is 3,5-diaminophenoxy, B is 3-chlorophenyl, A is CH 9 CH 2 , Y is 4- 

amidinobenzyl, and M is N; 
2 

R is 3-amino-5-carboxy-2-thienyl, B is 3-chlorophenyl, A is 
CH 2 CH 2 , Y° is 4-amidinobenzyl, and M is CH; 

2 o 
R is 3-aminophenyl, B is 2,2,2-trifluoroethyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

2 • o 
R is 3-aminophenyl, B is (S)-2-butyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

R 2 is 5-amino-2-fluorophenyl, B is isopropyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CH; 

R 2 is 2-methyl-3-aminophenyl, B is isopropyl, A is single bond, Y° is 4~ 
amidinobenzyl, and M is CH; 

2 0 
R is 3-aminophenyl, B is ethyl, A is single bond, Y is 4-amidinobenzyl, 

and M is CH; 

2 0 
R is 3-aminophenyl, B is ethyl, A is single bond, Y is 4^amidino-2- 

fluorobenzyl, and M is CH; 

2 o 
R is 3-aminophenyl, B is 2-propenyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

2 o 
R is 3-aminophenyl, B is isopropyl, A is single bond, Y is 4-amidino-2- 

fluorobenzyl, and M is CH; 

2 * 0 
R is 3-aminophenyl, B is isopropyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

R 2 is 3-aminophenyl, B is 2-butyl, A is single bond, Y° is 4- amidinobenzyl, 
and M is CH; 

2 o 
R is 3-aminophenyl, B is (R)-2-butyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH: 

2 0 
R is 3-aminophenyl, B is 2-propynyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 
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R is 3-aminophenyl, B is 3-pentyh A is single bond, Y is 4- 
amidinobenzyl, and M is CH; 

R 2 is 3-aminophenyl, B is hydrido, A is CH 2 , Y° is 4-amidinobenzyl, and 
M is CH; 

R 2 is 3-aminophenyl, B is ethyl, A is CH 2 , Y° is 4-amidinobenzyI, and M is 

CH; 

R 2 is 3-aminophenyl, B is 2-methypropyL A is single bond, Y° is 4- 
amidinobenzyl, and M is CH; 

R 2 is 3-aminophenyl, B is 2-propyl, A is CH3CH, Y° is 4-amidinobenzyl, 
and M is CH; 

R 2 is 3-aminophenyl, B is propyl, A is single bond, Y° is 4-amidino-2- 
fluorobenzyl, and M is CH; 

R 2 is 3-aminophenyl, B is 6-amidocarbonylhexyI, A is single bond, Y° is 4- 
amidinobenzyl, and M is CH; 

R 2 is 3-aminophenyl, B is tert-butyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CH; 

R 2 is 3-aminophenyl, B is tert-butyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CH; 

R 2 is 3-arninophenyl, B is 3-hydroxypropyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CH; 

R 2 is 3-aminophenyl, B is 2-methylpropyl, A is single bond, Y° is 4- 
amidino-2-fluorobenzyl, and M is CH; 

R 2 is 3-aminophenyl, B is butyl, A is single bond, Y° is 4^amidinobenzyl, 
and M is CH; 

R 2 is 3-aminophenyl, B is 3-methoxy-2-propyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CH; 

R 2 is 3-aminophenyl, B is 3-methoxy-2-propyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CH; 
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R is 3-aminophenyl, B is 2-methoxy-2-ethyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

2 0 
R is 3-aminophenyl, B is 2-propyl, A is single bond, Y is 5-amidino-2- 

thienylmethyl, and M is CH; 

2 0 
5 R is 3-aminophenyl, B is 2-propyl, A is single bond, Y is 4-amidino-3- 

fluorobenzyl, and M is CH; 

2 0 
R is 3-carboxy phenyl, B is 2-propyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

2 0 
R is 3-aminophenyl, B is 2-propyl, A is single bond, Y is 4-amidino-3- 

10 fluorobenzyl, and M is CH; 

2 0 
R is 3-aminophenyl, B is 2,2,2-trifluoroethyl, A is single bond, Y is 4- 

amidinobenzyl, and M is N; 

2 0 
R is 3-aminophenyl, B is (S)-2-butyl, A is single bond, Y is 4- 

amidinobenzyl, and M is N; 

2 o 
15 R is 5-amino-2-fluorophenyl, B is isopropyl, A is single bond, Y is 4- 

amidinobenzyl, and M is N; 

2 0 
R is 2-methyl-3-aminophenyl, B is isopropyl, A is single bond, Y is 4- 

amidinobenzyl, and M is N; 

2 • 0 

R is 3-aminophenyl, B is ethyl, A is single bond, Y is 4-amidinobenzyl, 

20 andMisN; 

2 0 
R is 3-aminophenyl, B is ethyl, A is single bond, Y is 4-amidino-2- 

fluorobenzyl, and M is N; 

2 0 
R is 3-aminophenyl, B is 2-propenyl, A is single bond, Y is 4- 

amidinobenzyl, and M is N; 

2 0 
25 R is 3-aminophenyl, B is isopropyl, A is single bond, Y is 4-amidino-2- 

fluorobenzyl, and M is N; 

2 o 
R is 3-aminophenyl, B is isopropyl, A is single bond, Y is 4- 

amidinobenzyl, and M is N; 
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R is 3-aminophenyl, B is 2-butyl, A is single bond, Y is 4-amidinobenzyl, 
and M is N; 

2 o 
R is 3-aminophenyl, B is (R)-2-butyl, A is single bond, Y is4- 

amidinobenzyl, and M is N; 

R is 3-aminophenyl, B is 2-propynyl, A is single bond, Y is 4- 

amidinobenzyl, and M is N; 

2 0 
R is 3-aminophenyl, B is 3-pentyl, A is single bond, Y is 4- 

amidinobenzyl, and M is N; 

2 G 

R is 3-aminophenyi, B is hydrido, A is CH 2 , Y is 4-amidinobenzyl, and 

MisN; 

2 0 
R^ is 3-aminophenyl, B is ethyl, A is CH 2 , Y is 4-amidinobenzyl, and M is 

N; 

2 0 
R is 3-aminophenyl, B is 2-methypropyl, A is single bond, Y is 4- 

amidinobenzyl, and M is N; 

2 0 
R is 3-aminophenyl, B is 2-propyl, A is CH^CH, Y is 4-amidinobenzyl, 

and M is N; 

2 0 
R is 3-aminophenyl, B is propyl, A is single bond, Y is 4-amidino-2- 

fluorobenzyl, and M is N; 

2 0 
R is 3-aminophenyl, B is 6-amidocarbonylhexyl, A is single bond, Y is 4- 

amidinobenzyl, and M is N; 

R is 3-aminophenyl, B is tert-butyl, A is single bond, Y is 4- 

amidinobenzyl, and M is N; 

2 0 
R is 3-aminophenyl, B is tert-butyl, A is single bond, Y is 4- 

amidinobenzyl, and M is N; 

2 0 
R is 3-aminophenyl, B is 3 -hydroxy propyl, A is single bond, Y is 4- 

amidinobenzyl, and M is N; 

2 0 
R is 3-aminophenyl, B is 2-methylpropyl, A is single bond, Y is 4- 

amidino-2-fluorobenzyl, and M is N; 
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R is 3-aminophenyl, B is butyl, A is single bond, Y is 4-amidinobenzyl, 
and M is N; 

R 2 is 3-aminophenyl, B is 3-methoxy-2-propyt, A is single bond, Y° is 4- 
amidinobenzyl, and M is N; 

R 2 is 3-aminophenyl, B is 3-methoxy-2-propyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is N; 

R 2 is 3-aminophenyl, B is 2-methoxy-2-ethyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is N; 

R 2 is 3-aminophenyl, B is 2-propyl, A is single bond. Y° is 5-amidino-2- 
thienylmethyl, and M is N; 

R 2 is 3-aminophenyl, B is 2-propyl, A is single bond, Y° is 4-amidino-3- 
fluorobenzyl, and M is N; 

R 2 is 3-carboxyphenyl, B is 2-propyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is N; 

R 2 is 3-aminophenyl, B is 2-propyl, A is single bond, Y° is 4-amidino- 
3-fluorobenzyl, and M is CH; 
2 

R is 3-amidocarbonyl-5-aminophenyl, B is 2-propyl, A is single bond, Y° 

is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is 2-propyl, A is 
single bond, Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, B is 2-propyl, 
A is single bond, Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyI, B is 2-propyl, 
A is single bond, Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyI)amidocarbonyl)phenyl, B is 
2-propyl, A is single bond, Y° is 4-amidinobenzyl, and M is N; 

R 2 is 3,5-diaminophenyl, B is 2-propyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is N; 



R is 3-amino-5-carboxyphenyl, B is 2-propyl, A is single bond, Y is 4- 

amidinobenzyl, and M is N; 

R is 3-amidocarbonyI-5-aminophenyl, B is 2-propyl, A is single bond, Y 

is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-(N-benzyIamidocarbonyl)phenyI, B is 2-propyl, A is 

single bond, Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl. B is 2-propyl, 
A is single bond, Y° is 4-amidinobenzyl, and M is CH; 
2 

R is3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is 2-propyl, 
A is single bond, Y° is 4-amidinobenzyl, and M is CH; 
2 

R is 3-arrnno-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, B is 

2-propyl , A is single bond, Y° is 4-amidinobenzyl, and M is CH; 

2 0 
R is 3,5-diaminophenyl, B is 2-propyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

2 0 
R is 3-amino-5-carboxypftenyl, B is 2-propyl, A is single bond, Y is 

4-amidinobenzyl, and M is CH; 
2 

R is 3-amino-5-carbomethoxyphenyl, B is 2-propyl, A is single bond, 

Y° is 4-amidinobenzyl, and M is CH; 

2 0 
R is 3-amidocarbonyl-5-aminophenyh B is 2-propyl, A is single bond, Y 

is 4-amidinobenzyl, and M is CC1; 
2 

R is 3-amino-5-(N-benzylamidocarbonyI)phenyl, B is 2-propyl, A is 
single bond, Y° is 4-amidinobenzyl, and M is CC1; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, B is 2-propyl, 

A is single bond, Y° is 4-amidinobenzyL and M is CC1; 
2 

R is 3-amino-5-(N-(2-chIorobenzyl)amidosulfonyI)phenyl, B is 2-propyl, 
A is single bond, Y° is 4-amidinobenzyl, and M is CC1; 
2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, B is 
2-propyl, A is single bond, Y° is 4-amidinobenzyl, and M is CC1; 



R is 3,5-diaminophenyl, B is 2-propyL A is single bond, Y is 4- 
amidinobenzyl, and M is CC1; 

R 2 is 3-amino-5-carboxy phenyl, B is 2-propyl, A is single bond, Y° is 
4-amidinobenzyl, and M is CC1; 

2 0 
R is 3-aminophenyl, B is cycylopropyl, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

R 2 is 3-aminophenyl, B is cyclobutyl, A is single bond, Y° is 4-amidino-2- 
fluorobenzyl, and M is CH; 

R 2 is 3-aminophenyl, B is cyclobutyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CH: 

R 2 is 3-aminophenyl, B is cyclopropyl, A is single bond, Y° is 4-amidino-2~ 
fluorobenzyl, and M is CH; 

R 2 is 3-aminophenyl, B is cyclobutyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CH; 

R 2 is 3-aminophenyl, B is cyclobutyl, A is single bond, Y° is 4-amidino-3- 
fluorobenzyl, and M is CH; 

R 2 is 3-aminophenyl, B is cyclopentyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CH; 

R 2 is 5-amino-2-thienyI, B is cyclobutyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CH; 

R 2 is 3-aminophenyl, B is cyclopropyl, A is CH 2 , Y° is 4-amidinobenzyl, 

and M is CH; 
2 

R is 3-aminophenyl, B is 2-(2R)-bicyclo[2.2. 1 ]-heptyl, A is single bond, 

Y° is 4-amidinobenzyl, and M is CH; 

2 • o 
R is 3-aminophenyl, B is cyclopentyl, A is single bond, Y is 4-amidino-2- 

fluorobenzyl, and M is CH; 

R 2 is 3-aminophenyl, B is cyclohexyl, A is CH 2 CH 2 , Y° is 4- 
amidinobenzyl, and M is CH; 



R is 2-hydroxyphenyl, B is cyclobutyi, A is single bond, Y is 4- 
amidinobenzyl, and M is CH; 

2 0 
R is phenyl, B is cyclobutyi, A is single bond, Y is 4-amidinobenzyL and 

MisCH; 

2 0 
R is 3-thienyl, B is cyclobutyi, A is single bond, Y is 4- 

amidinobenzyl, and M is CH; 

R 2 is 2,6-dichlorophenyl, B is cyclobutyi, A is single bond, Y° is 4- 
amidinobenzyl, and M is CH; 

R 2 is 3-aminophenyl, B is cycylopropyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is N; 

2 o 
R is 3-aminophenyl, B is cyclobutyi, A is single bond, Y is 4-amidino-2- 

fluoro benzyl, and M is N; 

2 o 
R is 3-aminophenyl, B is cyclobutyi, A is single bond, Y is 4- 

amidinobenzyl, and M is N; 

2 o 
R is 3-aminophenyl, B is cyclopropyl, A is single bond, Y is 4-amidino-2- 

fluorobenzyl, and M is N; 

2 0 
R is 3-aminophenyl, B is cyclobutyi, A is single bond, Y is 4- 

amidinobenzyl, and M is N; 

2 o 
R is 3-aminophenyl, B is cyclobutyi, A is single bond, Y is 4-amidino-3- 

fluorobenzyl, and M is N; 

R 2 is 3-aminophenyl, B is cyclopentyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is N; 

R 2 is 5-amino-2-thienyl, B is cyclobutyi, A is single bond, Y° is 4- 
amidinobenzyl, and M is N; 

R 2 is 3-aminophenyl, B is cyclopropyl, A is CH 2 , Y° is 4~amidinobenzyl, 

and M is N; 
2 

R is 3-aminophenyl, B is 2-(2R)-bicyclo[2.2. l]-heptyl, A is single bond, 
Y° is 4-amidinobenzyl, and M is N; 
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R 2 is 3-aminophenyh B is cyclopentyl, A is single bond, Y is 4-amidino-2- 
fluorobenzyl, and M is N; 

R z is 3-aminophenyl, B is cyclohexyl, A is CH 2 CH 2 , Y ts 4- 
amidinobenzyl, and M is N; 
5 R 2 is 2-hydroxyphenyh B is cyclobutyl, A is single bond, Y° is 4- 

amidinobenzyl, and M is N; 

R 2 is phenyl, B is cyclobutyl, A is single bond, Y° is 4-amidinobenzyI, and 

M is N; 

9 0 

R z is 3-thienyl, B is cyclobutyl, A is single bond, Y is 4- 
10 amidinobenzyl, and M is N; 

R 2 is 2,6-dichlorophenyl, B is cyclobutyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is N; 

R 2 is 3-aminophenyl, B is cycylopropyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CF; 
15 R 2 is 3-aminophenyl, B is cyclobutyl, A is single bond, Y° is 4-amidino-2- 

fluorobenzyl, and M is CF; 

R 2 is 3-aminophenyl, B is cyclobutyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CF; 

R 2 is 3-aminophenyl, B is cyclopropyl, A is single bond, Y° is 4-amidino-2- 
20 fluorobenzyl, and M is CF; 

R z is 3-aminophenyl, B is cyclobutyl, A is single bond, Y is 4- 
amidinobenzyl, and M is CF; 

R 2 is 3-aminophenyl, B is cyclobutyl, A is single bond, Y° is 4-amidino-3- 
fluorobenzyl, and M is CF; 
25 R 2 is 3-aminophenyL B is cyclopentyl, A is single bond, Y° is 4- 

amidinobenzyl, and M is CF; 

R 2 is 5-amino-2-thienyl, B is cyclobutyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CF; 
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R is 3-aminophenyl, B is cyclopropyl, A is CH^,Y is 4-amidinobenzyl, 

and M is CF; 
2 

R is 3-aminophenyi, B is 2-(2R.)-bicyclo[2.2. 1 J-heptyl, A is single bond, 
Y° is 4-amidinobenzyl, and M is CF; 

R 2 is 3-aminophenyl, B is cyclopentyl, A is single bond, Y° is 4-amidino-2- 
fluorobenzyl, and M is CF; 

R 2 is 3-aminophenyl, B is cyclohexyl, A is CH 2 CH 2? Y° is 4- 
amidinobenzyl, and M is CF; 

R 2 is 2-hydroxy phenyl, B is cyclobutyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CF; 

R 2 is phenyl, B is cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and 
M is CF; 

R 2 is 3-thienyI, B is cyclobutyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CF; 

R 2 is 2,6-dichlorophenyl, B is cyclobutyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CF; 
2 

R is 3-amidocarbonyl-5-aminophenyl, B is cyclobutyl, A is single bond, 
Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-benzylamidocarbonyI)phenyl, B is cyclobutyl, A is 
single bond, Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is N; 
2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, B is 

cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is N; 

2 0 
R is 3,5-diaminophenyl, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, and M is N; 



R 2 is 3-amino-5-carboxy phenyl, B is cyclobutyl, A is single bond, Y is 4- 
amidinobenzyl, and M is N; 

R 2 is 3-amidocarbonylo-aminophenyl, B is cyclobutyl, A is single bond. 
Y° is 4-amidinobenzyl, and M is CH; 

R 2 is 3-amino-5-(N-benzytamidocarbonyl)phenyl, B is cyclobutyl, A is 
single bond, Y° is 4-amidinobenzyl, and M is CH; 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyi, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is CH; 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is CH; 

R 2 is3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is CH: 

R 2 is 3,5-diaminophenyl, B is cyclobutyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CH; 

R 2 is 3-amino-5-carboxy phenyl, B is cyclobutyl, A is single bond, Y° is 
4-amidinobenzyl, and M is CH; 

R 2 is 3-amidocarbonylO-aminophenyl, B is cyclobutyl, A is single bond, 
Y° is 4-amidinobenzyl, and M is CC1; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclobutyl, A is 
single bond, Y° is 4-amidinobenzyl, and M is CC1; 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is CC1; 

R 2 is3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is CC1; 

R 2 is3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, and M is CC1; 

R 2 is 3,5-diaminophenyl, B is cyclobutyl, A is single bond, Y° is 4- 
amidinobenzyl, and M is CC1; 
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R is 3-amino-5-carboxyphenyl, B is cyclobutyl, A is single bond, Y is 
4-amidinobenzyl, and M is CCI. 

53. A method of treating or preventing a TF VIIA-mediated disorder in a 
5 subject by administering a therapeutically effective amount of a compound or a 
pharmaceutically acceptable salt thereof, said compound of the formula: 




wherein; 

2 AT 

R is 3-aminophenyl, B is phenyl, A is CF^ Y* is 5-guanidino-l-oxo- 
10 l-(2-thiazolyl)-2-pentyl, and M is CH: 

2 AT 

R is 3-aminophenyl, B is phenyl, A is CH 2 , Y* is 5-guanidino-l-oxo- 
l-(2-thiazolyl)-2-pentyl, and M is CF; 

2 AT 

R is 3-aminophenyl, B is phenyl, A is GP^Y* is 5-guanidino-l-oxo- 
l-(2-thiazolyl)-2-pentyl ? and M is CCI; 

~> AT 

15 is 3-aminophenyl, B is phenyl, A is CH 2 ,Y is 5-guanidino-l-oxo- 

l-(2-thiazolyl)-2-pentyl, and M is N. 
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